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$&&ttz\i*tlt>(DfeM%\%ltf, 5-HT2A, 5-HT2Bfe±O f /$fcJi5- 



(26) 



^¥8-5 09 22 8 



NR9R10 (VII) 

(5$;+, R.li*^ Ci~C.7/Mf/K 02-0.7*^, (Ci 

~C«) 7Ji^JK (C;~C 6 ) 7^~jw C0R«, Ci-CioT^*^ 
>f;K CO*Rs\ .T5A NO:, -SRs> 0R S , fi 

- (Ci-Cj) 7;w^;W C s -Cr^o7H^K fi&C 5 ~C 8 y^D7JV 
C s -C.y^o7H"*- (Ci~CO fcitfCT-Ci. 

R,H»iU7lc***:iiCi~C4 7;i'^^-c**) ; 

R 5 '(iCi~C47^ d r^"C$) "9 ; 

R.fcitfRioli, *f, Ci-C 6 7M)K «C3~C 8 v^D7;i/^r^, 
Ci-C.v^oTJV^JK Cj-C.^^nrJ^JV- (Ci-CO 7;u*/K C 
,-Cr>^n7H-^- (Ci~C») 7^*>W Cr ~ Ci. 7 U - ^7 

Rw (i7.lt If £ itfCi-CiTfl/^MUj: >9 44»i^IRH4o ) 

^VI 5 HTi.fcJtf/i £1*5 HTu^^tv 

i 

A) R 9 J3<):U f Rio^ft^*Uci?-C&&o 
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C) RnJ&^on, -7JW^D t fcH'/O-t-CJfeio 

D) Rii3&«-0CH»"C**o 

E) R f *«Ci~C47n/*^**o 

F) ReJ&^f-^'C**© 

H) lULt^StVI I^^^5HT:.$##^t^m 

I) 1 J^_L<£>^V I I ^k^»*ffl^"C5 HT2c$§#*££ , 1"*#&o 

K ) **»^^^5HT !B §##<7)* v V - v a > K ^ 

m) sfcvi i oit^w wi ai»^§t#JWimtu 

75>% 5 _ ;tfJ p. 7 -7nt-lH-'f>K-A'-3-i^>7rA 6- 
^ J p-7-?DD-lH-'f>K'-^-3-i^75A 6-^Dt-7- 
1 H->f > F-^-3-xr/75A i-H-^>XCG)^ > 

7 =y % 7 _^ no- 1 H-4 > K-;V- 3 -x*>73 A 7->b*">-l 
H _^ F „ ;1/ _ 3 _xr/75A 7-7Wo-lH"f>K-*-3-i 
r/7 ^, 7 - 7nt- 1 H-'f > K- Jl'- 3 - i^ >7 5 l-***- 
7-7*nt-lH-rn*-^-3-i^75A 5 -7JW*n~7 
is- IK-Jy K-)V-3-xr/75A 2-^f^-5-^hn-7-^n 
D - l H-^f> K-A-3-xr^r/, 2 _xf)l,-7-7^o-l H- 

7-^nn-N-^)H , ^^ , A 5 _^Do-7-^)V-N 



(28) 63t¥8-50922 8 

e-^f^T^-T-ih^f-N-^f^f'J^^/, 6- 
(2 7 1 H-4 > 3-xr/7 5^, 4.7 

-y^DD-lH-^>K-JV-3-x^>75>, 5->f^75y-7-^ 
DfcTfl/- 1 H-^ V K-^-3-i?>7rA 5 -> r*5/- 7 -x h^riX- 
!H-^> K->U - 3-^r/75A 6 -f-^pff-^- 7-7;^o-lH- 
^ >K „ ;V _3_^^>7 = > % 5-^DD>f)V-7-^D- lH->f>K 
-j|/-3-i^>75A 5-5/^D^*5/JU-7->f-^-l H—OK-JU 
_ 3 _ x ? > 7 = v , 5 v 7 - 7** * - 1 H - W > K- ^- 3 -x ? 
> 7$ y, t:;i^f-;u- 7-7^n-lH-'f> K-;v- 3 - 

6-yntxf;v-7-7'nt- 1 H->f > K-^-3-x^> 
7 = y ^ 6 _(^nn-l -^n^-Jl/)- 7 -if- A/- 1 H-< > K-JV- 3 - 
i^vrr/, 6 -C2 -S/^n's* 7-7Wn-lH-^>F-^ 
-3-ir/75^> 2-^f-^-5-p<f-^-7-^OD-N-^f-^hU7° 
£ «t O 5 ' 2 7 - ? n n- N-^ f-^ r 'J ~? ? 5 > Sr^trA^ £ 

#3^1*5^ I % V> V IfcJtfV I I w(k#»09-b5iS-fr»*J:U , *S«J 

ibtiTv^ j: 9 kjbi^ ^*ii*ia$si-**bK**-*-o lot r-x-j-^f-^v 

£lttmm&-?Z> ^#i:tffl^rfll± ]a «> Enatiomer.Racemates 
,and Resolution (John Wiley and Sons 19 8 1) "CJfc&o 3£S fcfrtfl&titt 
g£iP B <^ 3ft*I^#, Chrisey.L A 

. Heterocycles 2 6 7«, 30K ( 1 9 9 0 )offi Lv»^«ijj*li3fc^ 

^144ffi*fflv^e H H H^ *^* A - ^y^ 5 - Loewe ' M - F - ^ Tetrahedron 
Letters , 3 2 9 1%, 2 61 ( 1 9 8 5), Meyers, A. 1$, 3. Am, Chan. Soc 
,4778^ 1101( 1 9 8 8 ) O^ii-fcJBv**, glfiflU 6fcffi8*>* 



(29 ) !HNI¥8 - 5 09 2 2 8 

*|&^iiRi3J:U r sS:#ESoil** i a^1-*o TRJ TSJ oSSrt£ 

§23 -to R . T - Morrison^ j; tfR. N Boyd, Organic Chemistry i 3 8- 

1 3 (SMKft* A" 11 ^ & 830011 Inc - > r» #iU r0rchin ^ I]! 

Vocabulary of Organic Chemistry, 1 2 6 ^- v ( 3ohn wi1e V and Sons, Inc. 

) #HS 0 

flx.tf#3&l!8l;l\ C-)-(S)- 7 -^f-;W- 8 -7n*- 1 -C(3 .4 
r *->7*^;i/)*f-;v]- 1,2.3-4-f F7tKa-9H-f'JF[3.4- 
b3>f > K-JV ; C-)-Cs)-5 1.2.3.4-fb51iKD- 
l-[(3,4-7^^->7x; f-;w3- 9 H - \L U F C3 . 4 - b ]-f > K- 
;v • (_)_( S )_ 5-7;p^n-6-^f-^-l-tC2-^nD-3.4-v r p< 
K->7i-J^f^- l.2.3.4-Tb7tKo-9H-^ l JKt3.4- 
b]>f > K-JV ; i3«tO f (-)-Cs)- 6 ->f-^ - 1.2.3.4-f b^tKn- 
C(3 ,4-^Wx-^fJP]- 9 H-tf 'J KC3 .4 - b ]>f > V-)^<0 
-fk#»«r^tr**x £*i£>fclSfe$*ifcv\> fcC+)-(S )- 7 ^ 

_ 8 _7n^- 1 - C(3 .4 -v^ h*v7i-^f^- 1 .2 .3 .4-x h 
7t Kn-9 H-tf 'J KC3 . 4 — b 3>f > K-^ ; C+)-CS>-5 A' 
-1,2.3.4-f h5tKD-l-K3-4-f^ F^7*-^f^- 9 
H - bf ij K[(3 ,4 - hU y K-;v;(+)-CS>- 5-7J^n-6-^f^- 
l-[(2-^nn-3.4-^ r * 3 s V s. i-)Vl- i,2.3.4-fh5 

n*n-9H-f'J KC3 .4-b]-f > K-^', (-)-(R)- 7 -*f-^- 8 - 
7 * n ^_ ! _C( 3 h^->7i^-^')^7 c ^]- 1 . 2 . 3 . 4 -f r 5 K 

D -9H-t''J KC3 .4 - b]^ > ; C-)-CR)- 5 .7 -iMf-*- 1 - 

2.3. 

4-f h7kKn-l-K3.4-/^ hJf->7x^f*]- 9 H-tfO K[ 
3 ,4 -b3>f V K-Jl/ ; (-)-Cr)- 5 -7^*^-6-^7^- 1-CC2-* 
00 — 3 1 4 - y ^ f^->7i-Jl')p'f^- 1,2.3.4-f F5U'n-9H 
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-try k [3 .4 - y k-^ ; * itfC-^-CR)- 6 - >f-^ - 1.2,3.4 

-7- f7t Kn- 1 -K3 .4-y>f*'7i-*^f)l']- 9 H-k" 'J Kf3 • 
K-;u ; (+)-(r) - 7 8 - 7*n*- 1 - [(3 . 4 - ->'^ 

RJ/7ii^f^- 1.2.3.4-fh5KKD-9H-e , J Kt3 .4 - 
b]-f > K— ^ ; C+)-(R)- 5 1,2.3-4-f f5tKn- 

1 - [(3 ,4 - h^f->7i-A/)^f-^] - 9 H - tT'J K^3 .4 - > K- 

(+)-(r)- 5 6 -Xf-^- 1 -CC2 -^no- 3 .4 -vp< 
mr->7i-^)^f-^- 1 «2 .3 .4 - r h9K KD - 9 H-tT'J KC3 .4 - 
b]^f > K— )\> ; *3J:a f C+)-Cs)- 6 -*7)\>- 1,2.3.4-f h7tKn- 
1 - C(3 > 4->'^f)l'7x^j^f]p] - 9 H - t: U K^3 .4 - > V — 

^-m*o #<7?it^^Mli-M^^^?^»l' LTSJRLfli. 

H 03 1-4 1 o<^)^ffl^»l±Sykes, Peter, A Guidebook to Mechanism in Orga 
nic Chemistry 6%, 5 6 H ( 1 9 8 6, 3ohn Wiley & Sons, - ^- 3-?) 

«§^^<k^f±^^-es^$tLTv^»w^^^ffl^-c^ Ut4„ 
voti£*iv^« stv I * fcttv I i©ft^*IIta^fl tv^&f* 
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*Ffc5t (h) ©7r/i»«l?«t^J:t)WL#t. ^Pictet-Speng 

o 




fcl&$*iW*<T:*>J:v\. 7-f5*r> (b) BilMllJS 

(a) ^^«ltiiS^Wt^t#*o I44iJft?*t^ (a) <Dit*to 
tt-«W4*tt*ffl^t:ftjtLft*. Furniss.B. VogeVs Textbook of Pr 
actical Organic Chemistry (3ohn Wiley, - a - 3 - ^ 1989) 9 
8 9 - 9 9 3^- v 
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i^olt^tl (d) (I) <^^!fe)<7)ai»Si: LTfflV>£ 0 - 

< ft Fishery^ > K-JVM*ffl^tgj|LtUv'o Fishery*** ■ 
-A I IKJ^To TAJ Ji±^fe*ILjta'J-C**« 




*~ai I iufctfattifl'fcS ( c ) (iff ALT&J: < , &»^ffiS:ffl^TfiJg 
LTti^o March, D. , Ad vanced Organic Chemistry Reactions, Mechanisms 
and Structure, 3 (John Wiley & Sons, ^.j.- 3-^, 1 9 8 5 ) <7>#K 

1 1 6 3^-->'£#Mo 
Fishery ji^a-f H; -)A«J: ? ftJi^&M&S^ *an*;VA<*)J: 7 

ti 4 n K9y>tt«ttt»i-^^^Jf4 U>fc Frr/StWo BrS^fc K 
^Wtt^tf^-vt^o 4l£LfciI'&*£ft9 0-11 0 "C^imSfe 

Lfc«i?&^ii<o 7~i 9 nmimtikt &o iS-&«j£JSfflfi 



(33) ^^8- 5 09 2 28 

ictet- Spengl erfcjfc £ jf] v> & , SlfcS tt± K SeH L tz M *) & o 




^^-eS^LTtT^r fc Kt*M-&i» ( e ) ^-*tt 3 5 ~5 Of$M?ltflS^£.l 

I V 
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jp S *i * ± £ffi« L 3fc£ Pictet- Speng1er£j£ £ ffl ^ a 0 1B&£ fi± K 5e^ L 

o 

^ (h) U) (j) R3 R « 

S»±TO14£#Tfc£T 3 -fk-&» ( h ) 0") 
^tt*#TK#ij2 0 - 3 0B#M*3ES*Tt iv» 0 UJU^n h>«l±fic* 
fcJtf&BfcS-tfo fttfiFi L^»$fi 1 N-HC 1 -C** 0 EJg«J*iMb&< 

&o (-) x-^f-tfv-li, T^^-AV I KJ: oTgSftfcA. I. 

Meyers^-fk^|R|feicJ:oTfijtL^ao ( + ) ^^^f"^ li±^m^L^: 



(35) 



f$S¥8 - 5 0 9 2 2 8 



I 



OtBu 



OtBu 



Me Me 



(2) 



KH, THF, 

TMEDA, 

MGMCl 

Me 



L. 



(3) 



(n) 



H 

(m) 



Me. Mo 




OtBu 



(P) 



> C) «ti*i)7 o~8 oi$raM-r& 0 aatRisw4fls%*7 9 7 

Xfll -CS&JSLfcfl:^* ( m ) ^ff5tKD77> (THF) *<r>*V*r& 
^4 K (KH) ©SiSift fciJDx.*>« tF7>f J^fl^>y75> (TM 

EDA) £ J: tf&fc * Dn^f-JV> f JVi-f (MOMC 1) *Ig2C*t 
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1*1 3 H£^TI;)u n-BULi«THF*(?)*)WvV(Oi^Lfc, 
t7t 7 6 8 0 t)) fc7fcfc*>o< l9SrFr4o 1 "*M*^ 

o 

, t Kyv^TKWtl^^^ (°) fciPx-fco MS^6 0-12 0BfK& 
-10 — 2 o'C^Tif&o &£»*J9BIi&K Mt^o *£&M*9 



(37) 

**-AVII 



«fIK¥8- 5 09 2 2 8 




&g , THF, 

R 3 /\o , TMEDA 




q) hjdx.*o ms^-fb-a-^ (q) <7>&fi±<7>**-A i ic^kj: 

So *oiB^»£EH£&^& li$ra#£#1-*o B5HSU zk»£*an*;i/A 

M-r&o 1 0-2 0f$M7-tfn fn-^j|(;J: >)Iin 0 

*&*PU ML, l?|p H L T, \\&m ( r ) *#*«> 

xf^y'Tr/ (TMEDA) , a -Mb.* (Mei) f^OT)^ 



(38) ftg¥8-5 09 228 

(i) ^fk'&«j*»iitT'{> iv» 0 

£iRJi* Still, W.C., Kahn^ J; tfMitra, J, Org. Chan. , 4 3^ 2 9 3 2 K 
( 1 9 7 8 ) t*4 0 4d£H»«"&trM^S:-JRMt{±a)ET^II?*t4j£l5* 



Ml 



(39) 
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CI. 




Hi. St Pd/C 



CU 



CI 



THF, 2, 6-;i/-f- if V . 
RT.fiO p«i 



4-^un^'Jj^D5^K (3 0 0 g, 2 ■ 1 3*;W WTHF (3 
L) KMMLtco Z.<V-MmK2 ,6-;Uf-y> (2 5 2n»L) , %P d / 
C (3 0 g) *Jpx.fco £<^-£$!£ parr vW Kny*-*-fcA*U 6 0 Psi 

HF (5 0 0mL) T^V^ Sfi^«JET*i(SLfc 0 ISt4t4-^on^ 
Jl> (14 8-3g) Lt#/;o 
1 



8-^f-JU-l-C(3.4-y^ Kv'7x-il/)>f^1- 1 .2 .3 .4 - r b 9 

tKn-9H-t"'J K C3 - 4 - b U V K- ;k*>Sj£ 



MeO' 




&;dcffi» (13 5^) *<D3 ,4-v> h*^>X7Jl/n K (2 4 - 5 g 
,0-1 5*^) , (17-4g, 0-1 5^jV) j3 «£ tfft 

Ith'J^A (121- lg, 0-15 0?§a* lOOttl 2B#[W;tlDf&L 

fco RJ&8^*&£JSHi&J£fc*fr*PU (3 0 OmL) K&v>/i 0 

<9-^i$U (3X5 0"iL) $5 £ [^yxf ji/x-fji/ (3X 
5 0mL) -C»U »ETfc|£j*Lfco 



(40) 
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OMe 

1 N HC 1 (5 0"iL) *cd, ±fcJHffiL,fc7tf?* h > (l-35g, 5-4 
6 5 U*;0 * iO*7 - >f-^~ F 'i 5 VjfiRJfi (l-15g, 5-465'J 

tffc (iSffifffi: L"tft»J.*-A'/0 -2%NH«0H) 0 4jS»*^trH5"*"/- 

tJto £j£ti£^W>mtk (7 3 O^g) tUilll^WJILto (»& = 
1 6 8^, #8?) 







SHE ft 


c 


66. 36 


6 6.15 


H 


6. 2 4 


6. 2 8 


N 


6. 1 9 


5.7 9 



8 _^ pJ& _ ! -[(3 ,4 -y^ h^y7x^;v)^fjV]-l . 2 . 3 . 4 - f h 7 
K o - 9 H - t* U F [3 . 4 - b ]-f > K- 




NHj HCl 
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^ddWA (5 0 0«nL) ifW2-7nt7i-^-l: K^y^fiKtt (2 
5 ■ 8 g > 1 1 5 5 'J * <D1!LW L JR«?ftt , jk® ^ h US A ( 
5 0 0 m L ) £iDx.fco ^Oil^lfc*: 3 OftffiWL, 9 ontwi/AttttB Lfc ( 
2X20 OIL) o ^*fct«S*iiLT^t K?y>Oim^Sfe<7) 
mb LTflfco iOfft*^^^-^ (1 0 O^L) *fc&»U 
•7--^ (i2-3g, 115 5 U -CPo < »)MLjfco ii£-^£IJ-C&- 
^'-C£&f gftl 0^-y'U:o 9 5 L£te 

U ttJETfcftS&Lfco M^aD*U/^;-* (#ft"C7 5/2 5 

»cu **SLfc« ^ors^ i %^^y-;w^#tfvif-;vi--f;v ( 3 0 0™ 
L) «JSU S£»HC 1 ^-ejiitto *w£BM£*«ti&K.fc WIU 2 
-7ci;nV-JU (5 0">L) ^ilfyifi^-r^ (10 0 m L) TifcitU ?£ 
»LT7-^o*l.'J^5V*l« (3-6 g) fc$feBfcfcLTfifco 




OMtt 



IN HCl (10 O^L) +(D7f7^ h > 1 KfBftLfc J: 0 LT 



(42) ttW?- 8-509228 

■ Og, 3-6 5 <0W^ilfl^T2 4«FWai*$-CiPJ*Lfco * 

S-W v7nkr^7^3-;nt>"C»#L (3X50mL) > yifJ^- r Jl/Tflfc 

teaT#/: 0 (»/& = 2 7 9 ~ 2 8 1 tJ> 4MB) 







M 




m 


c 


5 4. 


87 


54. 


75 


H 


5. 


0 7 


5. 


2 0 


N 


6. 


40 


6. 


23 



6 - 8 ->7ot- 1 — CC3 .4 ht->7x^^f»3- 1,2.3.4- 




Br 



( 1 1 O^L) ^2.4-y7D^7-'J ^ (50-0g, 0 ■ 2 * 
)V) VffiWLtz, fcSPLfc (-5*0) %%LK, 7jc (1 1 0>"L) +OMiSK^ h 
'J 7 A (i3-8g, 0-2*;w) fi^^ 5 tWTt:§oJ: 9 'iMtiT L 

fco flSAn£7&, is#«j*5 , cr3 o^wica^Lfc. Mm 7 0 

mU ifO^b^X-zjcW* (135-4g, 0-6^^) <n-fem*, WCPiajg* 
>f ^ ^TMx-f ;i//->'xf-ji/x-r^ (£8f"C2/l) L 

(1 - 5 L) T*&U S2»HC 1 TjftltLfco 2 -4->7n*7i- 

F7v>M (4 5-9 g) LtllU H&&»£ L 



(43) 
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Br. 




cl- 




Br 



NHNHj 'VP* CHCI,: 
M»OH,85"C: 



Br 




Br 



^nn*;i/A (5 0 0 m L) 4 1 <£> 2 ,4-y7nt7x-)l/-t K5v 
( 2 2 ■ 0 g , 8 3 t fc!RflJ«[^ Jt* * 'J * A j&fflfcjS ( 5 0 

OHL) &iHX-fco ig^fc £ 3 0 4Mft# U * u v*n>J*vM& Ltz (2X2 0 
0"»L) o £"£fc#M£*&&U K7v><7)jg8tm^^S-fe<^^i: Uf 

#fc„ -<^Vfi^^ (1 6 3 m L) K&JSU (8 ■ 

8g> 8 X^o < <9#k&L£ 0 E^»£»C*£fc*Wte*«fcA 

1 %j* * / -^£#tr yifjvx-f^ (3 0 O^L) fci&SU S0SHC I # 
K«Lto MIMM^WIU 2-"/n^y-* (5 O^l) 
ISJiOfvxf-JWx-TJV/ (1 0 O^L) "Cft^U ^1X7-7*0^ h 

(l-5g) ^^«&&ftM&LK 



(44) 
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NH 



OMe 



IN HCl (6 5 m D #<07*?7 9t> (£*ffillfc.SERLfcJ:$fcfti&) 
(0-4 5g> 1-8 25-)^) ( 
0-5 8 g, 1-6 4 5'JO) *a»BI«T2 4P*MMt*4-CDD*tfc. 

Dvh ^ 7l : W fc (»ffi«i:LTft«i^/0-2%NH4OH) . 4** 
fifJH:iiU 7W>»tftlU. 4ja«Dli^W>*ffi (3 4 0^) 

C 4 8.3 4 48.6 1 

H 4. 0 6 4.1 7 

N 4.7 0 4.6 9 



6 8 



■ fp t - 1 -[(3 .4 -v^ f^r->7x^^)-^f^- 1 '2 



.3 .A--r KP-9H-^'J K[ 3 >4-b]-f >K-^«^ 




HCl, NaNO* HjO; |1 
SnCb , HCl; 

NaUH; ^ 

HCI,Et 2 0 NHNHj HCl 



Br 



( 2 0 0>"L) ^2-^-4-^f^7-V> (50-54g 
, 0.2 7 2 **) *>**Lfc, (- 5<C) * (20 ° mL) * 



(45) 
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HJ->A (1 8 - 9 g> 0-27 4*fl0 5 "C J^TK^ «t 

« (£#«4 0 0"«L) +^k^^-*«» (185-4g, 0-8 2 2**) 

f-;Pi-f ju (1-5L) T*JRU «HC lffclLft. 2-7*n 
t _ 4 -^^ 7l -H F7V>ft«« (5 2-4 g) *W*v>»feB#fc L 





Kffl^a HCl K 2 C0j,CHaj; *' 
,MflOH.95' > ft 

,H 

Et 2 0, MeOH, HCI 




KH] BCl 



F77>«S (2 1 g) «rfflv^rfcSr^T, ? 
3K£v>TfE«Lfc<3fcE«fcLTS:aLfc (4-9 5g) o 



Me 




NH 2 HCI Me 

i n ho. iBifit 



NH HCI 




OMe 



0M« 



IN HCI' (8 O^L) *<07*fJ9 (^«t« 5 «t 9 ^*®) ( 

1 . 44 g > 6-075 iJ^Jl/) fiJ:rJ f 5-^^-7-^*>^^ >: 
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ft(lll 2g, 3 -8 7 5 'J ^AO W«»**S3R#1I«T2 4«Pf«*«E-r** 

o -etf)Hfe«^vyDlfjV7J^-^«t (3X5 0mL) , 
f-;i,x-T^-e»L^ (3X5 O^L) „ i^-J^» B B LTl -0 6 g 
^S^4lft»*^S#i: LX%tzo (M= 2 5 1 - 2 5 3 *C> 

C 5 5. 83 5 6.08 
H 5.3 5 5.3 2 

N 6.2 0 6.3 3 



8 -pt j. l -[(3 .4 b^->7x^JP)^)V]- 1 ,2 .3 »4-r b 

NKOT2 HC1 E,,N.CHC* ^ 7 "NH 2 HCl 

MaOH. *5*C; 




cl /\^\/ H Et A M«OK. HCl 




THF (6 0 0 m L) ^2-^ J fy7i^jm K9v (14-44 
g, «5##Lfc, ^Lfc (0TJ) fflfflifcK, 4 - ^ n n 7*^ ^ 

(9-0g, 8 4 5'^^) > ^THF ( 2 0 "«L) ^h'Jxf^T5V 
(8 . 6 g> 8 5 fcfliTLfco iWTL^^^^^W^ 

7gfft*miHI«£#Lfca (10 
O^L) "CifcfrLfco ^/;It«ILt^>'/W^^#> 
9J - )X/ (i 5 0 mL) i3j:^7X (5»nL) KfcfSLfco - * *> 

TfcWULfc. 3 : : 2 



(47) 5 0 9 2 2 8 

LT* oo*JVA*0 1 5 9M 9 y-fr, 0 - 2 %NH« OH) 0 4B£*J*^trl 
feSt, *BLT7 - > h >;7*3 (4 - 0 4 g) £&5e£M 




0M« 

1 N-HC 1 (12 0">L) *W7f7^ h > 1 HIBftOJ: ? 

) ( 1 - 2 0 g, 4 • 8 5 5 £ct^7 -p< f^v7°n? 5 ( 1 ■ 

iftz (fetbrtih LTftKif--^/0 -2%NH,OH) 0 ftjjfcfcfc^tr E5fr* "7- 
vH^I«L/co £»£i£$KJ: >J vW yWSL (7 7 0">9) t LTiji 



2 19- 


2 2 Or, ftffi) o 






BtJUI 


mum 


c 


6 4. 0 9 


6 4.04 


H 


6. 0 2 


6.18 


N 


5. 9 8 


5.9 3 



%mn 6 

6 .8 ->'7HD- 1 -EC 3 .4 - h^->7x^JV)-^f-^3- 1,2.3. 
4-rb7tKn-9H -fcT'J K [ 3 .4 - bk ^ K-^fiit 



(48) 





!ftg*¥8-5 09 22 8 
'nh 2 HC1 



, k»CO,.chci,; 
■nnaro 2 kci UM , tltOAc .95° Q; 

0 

(18- 5g, 1285V^) <B*#L*:»»*^ *•* 'J ( 

soo^D *ira*.fc. smaowu ^ n *^ ti4a)U: (2X 

LT #*. (1 63-D . * (3 6»L) 

U*A»#*<10.57g> *W»U 4-^t-Ml3-7g, 1 

28 ^o<wit^M^ wiHWA * fl: ^ * 

Lfc.»M*. ^n*W^^-* (M*7 5/ 2 5> ****** 

,-*t*bW*x-t* (SO 0-L) e»L,»HCI««i 

x^x-r* (1 0 0-L) W»tt- 1 Y ? V& 

m& (6-3g) «6«B*tLT#, SC»S1-*it*<*ffll'fc. 



(49) 



*Jgl¥8-509 2 2 8 




1N-HC1 (7 0"L) ^7f7^b^ (£lfcW 1 tfB«W <t 5 
(1.07g, 4-335 U^E/lO i3«t^5 HJ7*5 
(1-Og, 4-35';*^) ^«®^ES#ffl^T^ 6 5B#MS^1-^>f -CiD 
*ogJSS£-fc*JSBIfi&* -ei$£PU Stmt V V J*&ft#.lbi6L?+m 

*y;u±-C^n*7h^9 7H^»t^: LTft»xf-^/o -2%NHaO 

4 5 0«"9) t L Tit fit J: "JJMILfco (M= 1 6 4 - 1 6 6 o 





it: 


m 




c 


6 0. 


7 6 


60. 63 


H 


5. 


1 0 


5.14 


N 


5. 


9 0 


5.8 2 



7 _^jV- 8 --7-n-£ - l -[(3 »4 - y^t f^y7x-^)-^f 1 . 2 
,3-4-f f7tKD-9H-k''JF [3 .4 - bU > K-JKPgii 




NHNH 2 HC1 



2 _^nt- 3-^f-JW7^^;H; K?S> (2 3 g) it, W&toKfc 



W 0 9 2 2 8 



NH 2 HC1 




M« ^ NHNH 2 HC 1 KjCOj ' CHC ' a: 



Eip.MeOH.HCI Me 




•42g) o 




NH 2 HCl 




NH HCl 



Me 



OMe 



1 N HC 1 (15 OmL) *©7->f?* h> 1 fcfBft Ltz X 

) (3-63g, ^iO'6->f-;i/-7-yn*-hij^5 
^^K* (4 - 2 5 g> 4-215 'Jt^) <G»ffijlfc£M£H$CTfc 1 8&Mji 

£v 'i*m^DYf ^9 7 L/c (jgfHJStt LTftixfV 0 • 2 %NH< 
OH) o ±m*$ttWfr*7-)\;l, ttJEETt«j6L^o »«»*1 

£K£ (3 -1 1 g) £ LT^L;to m/e= 4 2 4o 





If- 


"ML 




c 


55. 


83 


56.13 


H 


5. 


1 8 


5.2 9 


N 


6. 


20 


6. 3 1 



jfcffil8 



(51) f$S*¥8-5 092 2 8 

6 — C 1 , 1 - *J* l -[(3 ,4 - S J* h^->7x^.;l-)^f 1 

, 2 . 3 . 4 - r h 9 H Ka - 1 - 9 H - fc? 'J K- [3 . 4 - b ]>f > ;H£%£<£> 




5- ( 1 . 1 - y^f^f- A') - h 'J 5 >*»Jtfel4. B&toMtLX, 

4- ( 1 . 1 -7x-;VtK7y>^lS (6-0 0 g) 

v»TSE«LfcJ: 9 KML£ (2 - 9 5 g) o 




IN HCI (5 0mL) 4"©7f5^h> (^Jfcfll 1 fcffiSi© «t ? ( 
1 - 2 5 g, 5-265 V*^) fcJtf'S- (1 . 1 - v^f^xf-A') - h >J 7* 

9 s ( 1 ■ 3 3 g , <DmmWL*£MW-ffl%.T 2 4mm 

IJliLto *tf)*S'fe<0B'ft£>f V7"D t^7^3-^-Cf&#L (3 X 5 0 m 
L) , i/xf-^x-r^Tifc&Lfc (3X5 O^L) 0 x?>-^fflSfiLt 

0-7 4 g©ffi3<0£)SW£$feH'**flfco 

H-JTfiS iJ^ffi 

C 6 9.47 6 9.66 

H 7.5 3 7.5 0 

N 6.7 5 6.7 1 



(52) !f$S¥8-509 2 28 

5-7;v^-n- 6-p<f-;w- 1 -K3 .4-y> h^v7 x. — fr')-* f-;wJ- 1 . 
2-3.4-rh7kFn-9H-t''J Kt3 .4 - b^W > K-JKPgil 




NHNHj HC1 



3-7^n-4-^fJV7i-jm (2 1 - 4 g) £> Hi IS 




(2 • 2 0 g) o 




Me 



IN HC1 (4 0 ml ) 4 , £>7 , f7*h> (^jfifll 1 KffiSi Lfc J ? I" Kit) 
(0-76g, 3-0 6 5'JtJV) £J:tf4 -7;i/tfO- 5 - > f- ^ h D 7*? 5 > 

(o-70g, 3 - o 6 s >j ^jr»?k*ss**h»t-c2 4 f$M3$iE 



(53) 



1#S¥8-509 22 8 



H<OH) o 4jft»£3'trH#£ , /-A'U MJ±TKML£ 0 2MB»*1%* 



BCng) tLtllLto Ml9 1~19 4r 0 



( 







9l%fi 


c 


6 3.82 


63. 60 


H 


5.7 8 


5. 65 


N 


5. 9 5 


5. 92 



$kMM 1 0 



7 ,8 .9 .1 0 -r KP- 1 O-K3 .4 ->'^ b ^->7 ^ 

1 1 h - ^ y V E g 3 ^ V K E 3 . 4 - b M y K- JKP»& 



NHNH2 8 C1 



6 1 




NH 2 HCI 



KjCO* CHCta*. 
KteOH.9S°C 



Eip, M«OH» HCl 



VftWft (6-0 0 g) *fflv>fcifc*K^T, **«4-C5->f-^-7--/ 
n^e HJ7°^ ^Co^T|E«U©tPI»t8®Lfc (2-8 5g) 0 



NHj HCl 

in ho. jgdft 



II T H 



Mt 




NH *7 I/— h 



OMe 



IN HC1 (4 0f"L) ^(DTfytyy (£JfcWl£SB*LfcJ:$fcLTI! 
) (1-5 1 g> 6-1 13 'J**) *Jtf6.7-^/HJ7**:'J6«J& 
(1 - 5 0 g> 6-1 1 S'J**) ^»a**a»H«T2 4«FM«*t*4^ 

D7F^77t:Wt («ffi»i:tXB«xf-^/0-2%NH4OH) • £fifc«J 

2 4 0"ig) tLT*IU."'/ fe 3 7 3 , M 1 8 7 "C « 

C 6 8.8 4 6 8.8 3 
H 5.7 8 5.9 1 

N 5.7 3 5.6 7 

^=y)V- 1 -CC3 h^V7x^JU)-^f-JU]- 1,2.3. 



6 - "> ^ ^ 



b 9 k Ka - 9 H - fcf U K [3 . 4 - b U y K- JH&tt*&<P»& 




HCLEljO NHNH 2 HC1 

"NHj 



4 _->^a^>^7x-J^ K^y^M (3 5 -6 g) 



o 



(55) 



ifSS?¥8- 5 0 9 2 2 8 




IN HCl (3 0n>L) * h > (£ifi^ 1 KlERLfc «fc ? fcSSit) 

(0 • 5 4 g> 2-1 85'J *^/) is J: 0*5 n^*5/JU MJ 7** 5 

m^nvh^7 7CM/: (v§tfi?£i LTftK-**-^/ 0 • 2 %N H< 0 H) 
Omg) £ LTttSKJ: »)J&ttLfco m / e = 1 0 4 





m 


tffi 




C 


69. 


2 1 


6 9.17 


H 


6. 


9 7 


7.0 1 


N 


5. 


3 8 


5.5 3 



(56) 



^¥8- 5 0 9 2 2 8 



M« 

Ma 




NHNH 2 HCl K*CO».CHCb 
UteOH.05°C; 




Etp.MoOH.KCt 




NH 2 HCl 



4 f7 -v>f-;^^^5 mmtLX2 

Lfc (0 -9 4 g) o 




NH 2 HCl 

1 H HCl, gat 

KCI 



NH HCl 



MeO 




OMe 



IN HCl .(4 0«"L) ^7f7^> (*»«llHia*UfcJ:^^tt:fi 
ft (0-9 4g> 4- 2 IS 'J* AO OjW»»*MM«T2 4P*mi**i-4* 

*y,vK^D7f^7i:^/: (iMtUS|xf)V/0-2%NH<O 

i^^w^^^^ u **Hcit»iu. 

tt& ( 3 7 0 "SI) 



t LT#«ILfco "</ e =3 4 9 





(57) 








(H'J AC. IE. 


c 


6 8. 29 


68. 59 


H 


7.03 


6.9 2 


N 


7.24 


7.0 4 



#»¥8-5 09 22 8 



1 3 



-d -iXffrx**)- 1.2,3, 4 -fb^KO- 1-E(3.4-V> 



0 N^CO* CHCIj. h 

N<2)AcfctaOH.H ! 0,A: 

Clv^N^kjj HCI, EfcP 

^D*W ( 2 5 0«L) ^^-^vyn^Wx^tF^-^M 
-*»ft<15. 3g, 9 1. 9 5 ^b^«Ii:^th^ 

±mm (2 5o-"L) *unitfc. t^tsomu ^ DDWA 

■CrtWLfc (2 X 2 0 0»"L) ,Wfc*IM*iiLWtK?r/0* 
«a£**fe«5«li:l^#*:. ( 2 0 0m L ) SJtf* (5-" 

L) fc**U IM**HJ** (6- 7 2g, 8 * J: CM - > n n 

7 ^ t _, v (8. 7g> 8 23';**) t«U:» S^^W^M 

Hfr***>*. «Bt*:o ^^i%^y-;^^v^^^--r;v (3 

0 0">L) ^»»U K»H 



C 1 ^tftlU, ft«a**afcJ:»>#*U 2-ya/NV-;w (5 



(58) 



*gl¥8-50 9 22 8 



) &XVVJ-1-frx.-T*> (10 0">L) "CifcitU »U5--fvyof)l, 
(9. 8g) Lt#"C, tfc 

^ J NH 2 HCl . ^ ^ / NH VU-b 

XI) ■ 



LPr- 



MeC 



if* 
1 N HCl. SSl 




K,CCy. 

0 



OMe 



He 



IN HCl (4 0""L) (fortf?* h > (^JftfliJ 1 fcffift Lit <fc ? £ LTS£ 
j|) (1. 55g> 6. 3 15 >Jt)V) ^itF5-^V7 , ueJ^'J7'^^ 
(1. 76g> 7. 3 OSffiTS*^ £HfcT 2 4PSM»«£i 

*rJUt^n7f^7 7Lfc (igttiifci: LTftRxf-ju/o. 2%NH<0H 
) o isfcti^ifffifr*^-"' 1 '!— *ETtliitfc. i %^ 

>K£ (3 1 0 m 9) t LT#»Lfco m / e = 3 6 5, 1 9 6 ~ 2 0 0 "Co 



C 

H 
N 



67. 48 
6.7 1 
5. 8 3 



6 7.74 
6.7 5 
5. 92 



6 .8 -V*?-*- 1 • 2.3.4-7rh7^Fn-l-[(3.4-/Vh^>'7x 



Me- -4*"^ /"" \ 




NHNH2 HCl KjCOj .CHCt a ; 



NH 2 HCl 



UtoOH, 



unw>ji 1 ii / 

— ] H 



EtjO. MtOH. HCl 



Me 



(59) 



41^8 - 5 0 9 2 2 8 



A,tK9 5;>*»* (15. Og) *1MI4 K 5 - > * 

8 6 g) o 

_ I NH 2 HC1 

W 2 



NK HC1 



Me- 





OMe 



1NHC1 (70^L) W7nMIWll»^ t:M) ( 

1. 6 5g, 6. 6 fcJtf5.7-v^*M^^M^ < 

1. 5 0g, 6. 6 7 0*»«*a**HftT2 4«PHlM1-*4^ 

Lfc (3X5 0T.L) S**^ (8 2 0*9) -m/e=3 5 

Oo 









C 


68. 29 


6 8.07 


H 


7. 03 


7.12 


N 


7. 24 


7. 23 



1 5 



5 ,7-v>f-^~ 1.2.3.4-r h7^FQ-l-^3, 
- fA- 9 H - \> 'J F C3 . 4 h ]>f > F- JP%affi<PSHS 



4 - v> Kv7i 



(60) 



^¥8-5 09 2 2 8 



Me 




-jmKyy>MS(7. 6 5 g) Wc£ t £Bfc^T, 4 K£v>T 

Lfc (1 . 0 6 g) o 




IN HCl (6 0 m D tfOT^* h> (^tffll 1 KfEKLfc «t ? fcS&i&) 
(1. I6g, 4. 6 9 5 'J*/!') £J:CM 'J 7**^ 

(i. 0 5g, 4. 6 *^n#HKT2 4i$ra»«-f*$-ein!fcL 

> + L (3X5 O^L) ^ ss**ryx~$i®lt: (3X5 0"«L) 

o £j£t&&«jftfcJ: *> «L£ ( 7 7 0 mg) 0 m / e = 3 5 0 o 





m 


m 




C 


6 8. 


2 9 


6 8. 09 


H 


7. 


0 3 


7. 12 


N 


7. 


2 4 


7. 02 



jSflfcff) 1 6 



(61) 



^¥8-5 09 22 8 



«, ) * * fr] - 9 H - fc? 'J KC3 . 4 b 3>f y 

PU:v^^-r^ (7 5"»L) *<05 ,6 > ^~ ;V < 3 
. 6 9g> 2 4. 5 5'J**> OH»LJt. «r*PLfc (Or) 
H0 ?0*(3. 8"L, 43. 0 5 'J**) *2Wt*TU. 
30 ^m «4V»Hfea)»^k«l (5. 9 9g) I- 

x-r**&SfifiLT&lfc* (3. 0 5g) ***feH#fc LT#fc. 

NH 2 HCl 




THFWU'UfttltU) <3. 05g> 14. H^^) 
U »*U*»i:THFfoyffA7A'5-^M K (3. 0 7 g 

, 8 1. 3 5 9^) oJg««*l«fH^tTT«Tbfco ««T^ *S£»* 
!4l*mia*1-4 4«K:j|II*tfc. ^M^Ot^^iPL, * (3. 1 
m L ) , 15%**fc*HJ***» (3. 1-D , * (9. 3-"L) *>H?fc 

T«U:o^SIfi(2. 6 5g) W«WUlIU:x-T* 



(62) 



- 5 0 9 2 2 8 




IN HC1 (6 0mL) ^<D7^y^yy 1 UlBflRLfcJ: 0 KSfe) 

(1. lOg, 4. 4 5 5^^) £<fctf5 .G-v^f-^HJ:/^^^ 
(1. OOg, 4. 4 55^^) <a®»»*g£&H5&Tfc 2 4«FM»iK-r* 

-j*m^D-7f/7 7t:M/: LTM^^/O. 2%NH 

(0H)o £jftfc£-£tfH#£7-Ji'U MET^ML^o 

J: 19 7W vRtt (4 5 o^g) tuist^ 

C 6 6. 94 6 7.01 

H 6. 4 8 6.5 6 

N 6.00 5.9 8 

1 7 



6 - Xf .jy,- 1 ,2 ,3 .4-f KP - 1 - E(3 .4 - y* 

jtf-fl/]- 9 H-^ 1 -) KE3 .4 b]>f > 

O NH 2 



»y'xf^x-r^ (2 5 0"iL) 5 -xfiM > K~ ^ (4. 0g> 
2 7. 5 ?>*&#Uc> tf*PLfc (Or) Y§»> ^f'iJ^D7^ 

K (4. 8"<L, 5 5. £2 5WtTiTFLfco 



(63) «Ff*¥8- 5 09 22 8 

fc 0 iO»tt-fk«J* 3 0%7kBHh7>*-? A <*>■¥■ <*#Lfci8?fc (2 0 0ml 
jft»*«fifcJ: i9fttifeO@# (4 -7 g) tLTfffiU;, 




K <±"?#J&Lfc) (4. 7g, 2 1. 8 
ji3IELT^4v§7ff^^ THF^O'Jf^ATJ^-^M K (4. 7 g 

,1215 ©W^ mrawrSiTLfco &ijn#£7Lfc^ *S£- 

4. 7">L) > 1 5%«ftt HJ^M (4. 7«nL) , * (1 4. 1 m L) 

o 5 %fi5ft9if/l'*tt4 vo-f-^x-r^ (80HL) CML, 

ftETkHc i -cmu, (4. 0 2 g) fcttiftfcJ: >9#«tU 




IN HCl (6 0mL) ^C7f7^F> (£lfifll 1 KBRLfc ± 1 
(1. 10g>4. 4 5 5 'J * J #5 '6 -v^fJV b 'J < >tft»fe 
(1. OOg, 4. 4 5 5U*^) OS«?fc*g£&HfcTU2 4B#l««3r*-* 



(64) «*Jp8-50 92 2 8 

'J*y;i/±-C^D-7 h^?7fc5Wtfc (^aiJttt 2%NH 
i^V^ ( 5 2 0 mg) t LtllU:. M 1 8 5 ^ (5H#) . 











c 


66. 


94 


66. 95 


H 


6. 


48 


6. 55 


N 


6. 


0 1 


5.9 9 



%fljgg 1 8 

7t f- - 9 H - fc? 'J KC3 .4 bJ-f v K-JKPg& 




in hci (6oroL) *<n7*T7 ? \ y 1 Ksaffiufc «t 9 k lts 

it) (0. 9ig, 3. 71? fcitfS -/nt h 'J 7** 5 ( 

1. Olgx 3. 7 5^^) £^Sf#ffl^T 1 8B*M»aS$TiW&Lfco RJS 

b^7 7fcjWtfc (^tUfftfcUXftBl^f-^/O. 2%NH»0H) o 
^fr!fr*7°-^U METCllL^o 1 9M * ^ - /Pfc^tHSB*^ 

Omg) t LTMt^o 1 8 4 - 1 8 8 ID > m / e = 4 0 3 0 





(65) 










C 


55. 72 


55. 51 


H 


4. 87 


5. 09 


N 


5. 41 


5. 36 



^¥8- 5 0922 8 



1 9 

Me 



KHNH 2 KC1 KjCQj.CHW,; 

MiOH,SS°C; 



K M« 

EljO, KtaOH, HO 




NH 2 HCl 



^kK5i;>ai* (15. 0g) **«4K15-^ 

. 2 6 g) o 



Me 
Me 




NH 2 HCl 

1 NHCl iS&fi 



NH HCl 



0 KiCO,: 
HCl 




OMe 



IN HCl (7 0 m L) (t J fl)7f5i'>> (£lfcfl! 1 fcSBKbfc «t 7 

(i. 3 9g> 5. 6 ^^e.y-^^^^'^^ 

^m^n-7f/77t:M/: (fcttifci: LTft»xf»'/ 0 . 2%NH 
,OH) o £M**trHfr*7-JH- *ETK«Btfco 



(66;) ^^8- 5 0 9 22 8 

(2 9 0mg) tUllL/:, m / e = 3 5 0 0 





m 


lit 




C 


6 8. 


29 


6 8. 5 1 


H 


7. 


0 3 


6. 87 


N 


7. 


2 4 


7. 2 2 



HifeffJ 2 0 

6 1 .2.3.4-x h?fc KP - 1 - K 3 . 4 -->'> h*->7^~ 
pif-n/l- 9 H - fcf 'J K [ 3 ■ 4 b y K- fr&tt&Oftft 




Ma 



IN H C 1 ( 1 0 O^L) *<r>7*f7 9 h > 1 KlBftLfc J: 9 

) (3. 49, 12. 4 fcitfS-^f^HJ^SyifiRft ^ 2 • 

ISHTllLfc (3. 2g).»A2 4 5 - 2 4 6t (4MB) o 









c 


67. 64 


6 7.42 


H 


6. 67 


6. 66 


N 


.7.51 


7. 25 



gttfli 2 l 

1 -CC3 -4 .5- b 1 ^ f^>7x^ )-^^- 1,2.3.4 
-r h 9 l: Kn - 9 H - ^ U h'U . 4 - b U > K 



(67) 



5^8-5 0 9 22 8 



CHO 





ACfO. HtDAC. 100TC 

] OMe 
OMe 



(1 0 0""L) +^3 .4 , 5 - h 'J * h + ^Xrm K (2 0 
0 g> 0. lO^e/V) , N-T-bfA'^'Ji'J' (11. 9 g> 0. 10*^) 
& Jixmni- h *) V J* (8. 4g> 0. l*;w) <0^»*1 0 0t)-C2«PH*P«i 
Lfco EfcE£»*EH£fc$-C##U *#L4#fc* ( 3 0 0«"L) 
/io * (3X5 O^L) fc^'vxfjux-f^ ( 




1 N HC 1 (2 0 m D *<E>7tf5* b> UtUlLfc) (2. 0 g> 7. 
2;kjv) is i V 5 - ;* h 5 ( 1 • U> 5 . 4 5 'J * ;u 

-C»#U yxfJVi-fKiiLfc, M^ittC^WLfc (6 5 0 
mg) o 2 2 8 ~ 2 2 9 TJo 





m 


m 




C 


65. 


58 


65. 38 


H 


6. 


7 5 


6.7 6 


N 


6. 


9 5 


6. 92 



gffcfl) 2 2 

6 -ptf-;l/ - 1 -[(2 .3 .4- hU^ h^7a^)-^^" 1,2.3.4 
-r h 9 e Ka - 9 H - 'J K ^3 ■ 4 - b 3>f > Y- J^IS^til 



(68) 



^¥8- 5 09 2 2 8 



o 

CBO || 



GMe 



b C0 2 H 



Me(T V Ac«0. N*OAc.100*C MeO 




7*fy?Yy (12. 2 8g) \i, 2 . 3 ■ 4 - b U > 
(2 0. Og) Srfflv^dfc*Ktv^**«2 1 ^WSL/: 0 



NH HCl 




IN HC1 (2 0>"L) ^7f'7n> (±fcfS«<3J:?fcSSii) (2. 0 
g, 7. 2 fcJtfS-P^HJ^^fc** (1. 1 g> 5. 4 

y-/UT»#U yxfjvx-fJ^L^ MltiHKi«»«W (1 
. 3 6 g) o »A2 1 4. 5tJo 

65. 58 
6. 75 
6. 95 



C 
H 
N 



6 5. 4 1 
6. 70 
6. 89 



Ejfcflfl 2 3 



o 



CKO 




A- 

H 




(69) 



^^8 - 5 0 9 22 8 



(16. 4 2g) *, 2-^ + ^X7mK (2 0. 0 



KH HCl 




1NHC1 (2 oml) 4"^7^f5^ USB^WKLfc) (2-0g>9- 
2HK01) fc^-***^'^*** (1-59, 6-9^) <OBMfH 

t/c (8 8 0^ ft A 2 5 2 ■ 8 tJ) o 

C 7 0.0 6 7 0.1 5 
H 6.7 6 6.8 3 
N 8.17 8. 1 6 



6 -* f-^ 



-i -[(?. K->7x^f^]- 1 .2 .3.4 -tY 7 



£ Ko - 9 H - t: 'J FC3 » 4 - b M y K" ;H&®&<ft» 

O 

A 



CHO 



OHe 




*C0 2 H 




OMe 



7 f?^^ (7-5 5 g) (2 0 

0g) <^«ffl*^T, %%m l«)J:^«8Lfc. 



(70) 



!f$S¥8 - 5 0 9 2 2 8 



NH HCl 




IN HC1 (2 0 m_1 ) *(D7*f7?Yy (±?E-C«KLfc) (2-0g, 8- 
imrol) &£V5-J?-)1<}-V7?Z>&%1%- (l-3g> 6 • 1 

LtftSifVO -2%NH4 0H) 0 £)£fc£3-#-*-*#H£7*- 

(3 6 2 6 2 - 6t:) o 

ti-3WS 

C 6 7.64 6 7. 73 

H 6.7 6 6.8 5 

N 7.51 7.50 



%mn 2 5 

6 i -[(2 ,5 h^y7xxji/)^fj^]- 1 ,2 .3 .4 - r h 7 

^l?p-9H-H''J b*[3 . 4 — b 3>f > K-jHft«*S<PlM& 

OMe 



CHO | 



AojO.ftaOAclWC 




7-f 9 * b y ( 1 3 ■ 2 1 g) 2 - 5- y> 
0 g) «H£ffl&8fc^T, ^#^ J 2 1 <7) i ^ tiftL^o 



ft K (20 



(71) 



09 22 8 



NH HC1 




OMe 



OMe 



1NHC1 (2 0<"1) b > (±ffiTH»Lfc> (2-0g>8- 

jfc ( 1 ■ 1 4 g > 2 6 2 tO e 

C 67.64 6 7.36 
H 6.7 6 6.7 1 
N 7.51 7.25 



2 6 



6 ->f->V 



_ ! -[(2 ,4 ,5- HJ * h^r-y7x^)^f^- 1 , 2 , 3 . 4_ 



r 



*C0 2 H 



OMe AeANtGAtiOCrc 



HeO 




OMe 



OMe 



7^9^h> (8-36g) ^ 

2o-og) ottfflfcifc^ %m\2 KDXlK 



•t: K ( 



(72) 



^¥8-5 09 22 8 



NH 2 KCl 

Ha 

in mo. aat 




NH HCl 




OMe 



OMe 



OMe 



IN HCl (2 oral) «t"07f5^ b > UffiTHKLfc) (2-0g>7- 
2 nr,ol) fc^ 5 -^H^^>M (1-1 g> 5-4™ol) cdBWM 

tfco X;? y-;l,/^^D^^^^75^(7)Sig 9 B H ^J:o-C, (2 9 

9 fng> M 1 7 6 ■ 3 *C) 0 

C 6 5.58 6 5.51 
H 6.7 5 6.7 3 
N 6.9 5 6.8 7 



mm 2 7 



-Ci -**JVx*fr)-l-i:C2.3.4- K->7x^^f^- 1 



,2 ,3 ,4 - r KQ- 9H-bf'J F^3 ,4 -b^-f > K-fr&»ft<PSH 



NH BC1 




OMe 



Me 



IN HCl (2 om"l) *<07"¥?* b> 2 2<D£ n KHKLfc) ( 

1. Og, 3.6 l™ 1 ) **tf5-^v:/oe>i>bV:/**>£*& (£**9 
13^^WU) (6 4 6nB, 2 ■ 7 mol) fffflftTI? 4 



(73 ) #$¥8-509228 

^W*«t^U ^nn*)i/A-c«iBJLjk. -HKLfc*M**ffT 

t « lfco ^«^Siaot«tLtWL/: (3 1 5"* • 
4 7 • 3 "C) o 





ft 


££ 






c 


66. 


89 


66. 


8 0 


H 


7. 


25 


7 


0 1 


N 


6. 


50 


6 


39 



%mw 2 8 



CKO 



e-^jp- i -[(3 .4 ~->^ F^y-5--hP7x^^ f)V]- 1,2. 
3,4— r f7t: kp-9H-^'J KC3 . 4 - b 34 > K- frft8Mfe<Pffl» 

f ° 

7*5* ^ (16-9g) 3 l 4-7^^-5--Fn^X7^f 
K (2 3 - 5 g) Ofl»ffl*Bfcv*"C\ *WW2 l©J:^:»fiLfco 

NH 2 HCl M<> - / NH »C1 

IHHaifif' 






OM« 



IN HCl (5 0ml) +07-9*5^ h> (JblE-CHftLfc) (2-8 g> 9- 
6-nnol) *j:tf5->^A'>U^^5>«tt (2-0g, 9-5<™*) 



(74) 



#&¥8-5 0 9 22 8 



ML£ (3 -4 4, M2 3 9 ~ 2 4 m/ e = 3 8 1 ) • 

C 6 0.36 6 0.54 
H 5.7 9 5.6 6 
N 10.06 10.12 

^mi 2 9 

CHO 



CHO 




DMF. K»C0i Mil 




U> (10-0g, 3 5 - 9 6"™l) jfc*J)t»*'i^ (20- Og, 1 

4 3-8 6^) *^H-K^ 5 0-0-01) fcft, 

**~f* (5 0 0*1) *^A*t, * (3X15 0*1) TftfrLfco ^* 
«ffl*MgSO-4J:-CK***^ *ET-C*ttLX, 3-3-K-4.5— 
t^^T^K (9-5g) ^MtLt#/:o ^tt 1 * 8 ^ 



CHO 




u 



s C0 2 H 



OMe 




OMe 



OMtt 



7*9* h> (11-lg) t,3-3-F-4-5-W 
fcK (9-5 g) Ottffl. SJ:0 rN-7*f-^'J"»^^*** (6<4 



(75) 



^¥8-5 09 228 



1 g) ^ffli/'Su^l^-C> »flJ2 l»)J:^:lgUo 




IN HCI ( 1 0 0 m1 ) t«?7f 5? h y (±E"ClHft^^) (2-2g, 5 
■ Omnol) ^i>'5->fJ^^^« (1-Og, 4-3^) 

i LtlULfc (1 3 4^ m/e = 4 6 3) o 





It 


■£€ 






C 


5 1. 


9 2 


5 2. 


1 5 


H 


4. 


7 1 


4 


. 7 2 


N 


4. 


8 4 


4 


. 7 0 



%mm 3 o 




OMe 



(76) #^8-5 09 22 8 

mWLIt, ft® (4 0 ml ) *<D-}> uit£<®!} (3- 
0 g> 7 . 2 mnol) fcfcn, flftS-EI&JB (4 - 6 4 g) £iJDX-fco iOfi^«»*Ja 

Hiajt"e2i^rawt> * (2 o o" 1 " 1 ) -eftftu -fe^w htauaitfco 

^^^-MStLTffc (2-41g, »^2 3 0 - 2 3 4 t), m/e 

= 351) o 

C 5 9.44 5 8.47 
H 6.4 1 6.3 1 
N 9.9 0 9.6 8 

3 1 



t 4 _^ b 9 KP - 9 H - M V K[3 . 4 - b U > K- ;v<Oli^ 

CHO 

1^ KjCOj. MaOH. 0HtT 'J ^ 



OH 



OMe 

OMe 




mWLtz, *9 J-fr (10 0™1) y (30-0g, 19 7™°1) 

,m&m*W^ (13-7g> 9 9™°1) *J)PX, ^-C^kT'J^ 
( 1 7 - 0 ml. 19 7™ 1 ) ^JDX-^o &a«Ei&£K 5 B#fH» t fc 

. £<&RlSfi*«*»aU ffiKliLt, *K#£» (3 0-4 g) * 



o 




(77) fc»¥8- 50 922 8 




(3 2.2g) *, 3-^*v-4-7<;***->^*^ 
fKK ( 30 .4g) Ottffl, fcilfN-T***^*™^^*** ( 

2 8-3g) Srfflv^^*^^ »]2 1«^«U» 

OMe Ph 

IN HC 1 (4 onfl) J3<J:tfx?y-;t< < 3 ° ml) WT*?* + y (±IS 
■eMLfc) (1.74g, 5-2-1) *J:tf5-*f-*M^*>a«*< 
!.! g % -5.2«™>l) «MHWTtl8^, *«i&KCj)PftUfc 

WD ^H7^ * L^« Xf,V/ 0 • 2 %N H. 0 H) 

»fcj:oT^WV««*LTJ|i*L*: ( 5 6 0^ m/e = 3 6 2) . i?>£ 




OMe 



,na*M (10 0-1) ^W>l£(560^ l-7«™ol) gflft 
^ ******* do 0-1) *«<»*L*#*i)n*.*:. 

U HC*ffiHnn*^ (2X10 0ml) -CttWUfco -«fcLfc*»* 



(78) ««3F8-5 0922 8 

PS I) o tOttflfcfcttaKJoTlfciU jSffiS:«JET-CSMSLTttttOfft* 

iti^ftfifjvc^u vWJ'S (H0«8) -eMt^o £<offl£ 

iniH:J:ot, W LTHfc (170^, M188 

"C, m/ e = 3 6 5) 0 





ft 


■JMt 


3 


mm 


c 


6 7. 


48 


6 7 


62 


H 


6. 


7 1 


6. 


6 6 


N 


5. 


83 


5. 


8 0 



%nm 3 2 

i -[(4 -y^fjV7^7x-JP)^ f-J^]- 1 , 2 .3 .4 - r h 
9 k Kn _ 9 H-eU YlZ .4 - blW > K- jmj&BHfc<PHg 

CHO , 0Me f^OHe 



NM« 2 NMe 2 

«#U #*PLfc (-7 8"C) , R*THF (1 5 0 ml) *<o* h^v^f^ 
h ij7i^*^^^D7^ K (1 3 -7 9 g> 4 0-0 2™°"!) 

n-BULi'M (2 5 -2 g> 1-6M, 4 0 ■ 0 2 ™o1) ^/r/ylUot 
*TLfc. tM«-7 8tIT15WUo THF (7 5ml) *o 
4 _. > 7f J P7 = ;/^X7Jl'fl: K (5-00g, 3-3 5mmol) 4 

B#W^t/c 0 M7>*~^MM (1 0 oml) *flnx- £«>ifr&fc*v 
xf -; WJ L--f^ (3X5 0"il) fiBL/; 0 -^CL^tlffltftit f A 

LX'&tz (4-7 Og) o io4*«I*?^>^ffi»*-f^ffl^Jto 



(79) 



8-509228 



^ J NH 2 HC1 / NH HC1 

I II / inhci.ch.cw. 





NMe 2 HC1 

NM*2 

7 ^ h - hU;K2 0"<"l) UJtMN HC 1** (1 5 0*1) t«5->f 
(891^ 4- 23^0-1) ^J:Cfl-^>*V-4 , -y 
^A,75^fl'> (l-0 0g, 5-6 4™ol) 9 6 

tt * 5, -J * ^ ^ a -7 h ^ 9 7 - C^t (*«* t ^ 2 • 5 %MeO H / ^ 
nn*/WH/0-2%NH.OH) . * ftlETT 

|5^fflfitUiSiSi:^«U: <3 5 4«* 2 7 5-4 13) 0 

C 6 4.2 8 6 4.2 1 
H 6.9 4 7.0 1 
N 10.71 10.74 



6 



3 



CHO , OM ' ^OMe 

Ph 3 P— ' 

TW.-WC 





«#U ML* (-7 8t) .»HF (15 0-1) *<^h*^f^ 
h ,j 7 x^*^n?0'(8-81g, 25-7^) n 



(80) 



8-509228 



fc. »i»-7 8W15*«UoTHF (7 5ml) 
/f)V75^>X7^K (5-OOg, 2-14-™*) fcfc*£0>T'> Kfc 

fc 0 £tt7>*~^»» (10 0^1) i^**^^^- 
3.4 7 g) o £<7>£«£$ &fcffilt*1*fcffi^fco 




NH 2 HCl 

Ma 

1 h Ha,CM,cw, ilt£j ft 
OMe 



NH KCl 




NBu? HCl 



NBu 2 



7 ^h- (2 O^) feitflN UC\m (15 0ml) 

,Vh>j7-^«S (6 0 5™* 2-87nmol) * J: 1 -> h 4 S> 
^^.y^fW, (i-OOg, 3-8 4»l) oiS^t, B«Efc£fc9 6 

ttt'/-j*WB^^7^^ (W^ttT2-5%Me 0 H/^ 
nn*;W0-2%NH,OH) • ffe«**£#1-*frB*7-* t> *ETT 

*trttMi:UTMKJ:oT*iLfc (4 7 6*9, M 2 6 6 - 6 V) • 







(8T) 






It 




mmm 


c 


68. 


05 


6 7.92 


H 


8. 


2 5 


8.2 2 


N 


8. 


8 2 


8.7 4 



^¥8- 5 09 22 8 



^mn 3 4 

6 i -[(3 -j 4 -* Hr->7x-Jl0.* f-;vl- 1,2.3. 

4 _^ 9 t: kp- 9 H-fc° 'J .4 - bU > K-^~ j&gttOWg 




He 



1 N HC 1 (2 0"i1) +0±fS-?»RLfc7-9-*7* h V (0 -3 0 g. 1 -3m 
mol) SJtfS-^^HW^&BHfi (0-27g, l-3"mol) <®JBff$ 

l * * me r i > *s « « * * ^ * ' n v h v ? 7 * " K ^ f fz 
mmmt Ltftixfjv/o -2%nh40h) 0 M^i^ri^M*^- 

170^ m/ e = 3 2 4 ) 0 







(82) 






ft 




t*» mil Hb 


c 


66. 


5 7 


6 6. 3 7 


H 


6. 


1 5 


6. 1 6 


N 


7. 


7 6 


7. 5 



- 5 0 9 2 2 8 



jfeftW 3 5 

g.^^jy- i -[(3 ,4 -v^f-;w7x^.;u)^f-jv]- 1.2.3.4-rh5fc 
j? a _ g H _ y/ ij K E 3 ■ 4 - b ]V > K- JH&ttH&P Wft 




Me 



IN HC 1 (8 Oml) + <D±1B-?ML£7¥9* h > (2 - 0 4 g, 9 ■ 5 "i 
mol) fcjtf 5-ptf-/l>H;7*5>&S£ (2-Og, 9 -5f"no1) 

(1 -8 9 g, m/e = 3 0 4) 0 







(83) 








It 








c 


73. 


99 


7 3. 


8 4 


H 


7. 


39 


7. 


3 5 


N 


8. 


2 1 


8. 


4 8 



#&¥8- 5 0 9 2 2 8 



3 6 



,, A _ nn K o-9H-^J KC3.4-b3>f >K-^ft«^»» 



CHO 




CI Ph^Jf ^C0 2 H 
H 



OMe 



AcjO.MDAclOtrC M«0 




OMe 



OMe 



7 f 9 n> (5-26g) 2-^nn-3-4-^ 
l: K (1 0-4 5 g) ^flifflSr^'C, ^Jfefl!) 2 1 « J: ? fcWfibfco 



NH 2 HC1 



NH HC1 




Me 



IN HCl (3 0*1) +W±1ETHt£Lfc7-if5* h> (l-34g, 4-7 
enmol) sitfs-***^'***** (1-0^ 4-7 5^1) 

u yxf-jux-f/n?ft«Hfc. co4***»ilHJ:o"C**Lfc [l-l 

9g , m / e = 37(K a,S2 4 4t ] c 







(84) 




7JVT 


a 






c 


6 1. 


92 


6 1.67 


H 


5. 


94 


5. 9 4 


N 


6. 


88 


6.9 4 



1^8-5 0 9 2 2 8 



ittffil 3 7 



1,2,3,4- r h 7 PP - 9 H- g U Kt3 ■ 4 - b > K- frftBHfe 



CHO ^jj^ 



6c clFh ' 1 



•C0 2 H 



AcjO, N*OAc 100°C H0 - 




OMe 



7 4fy? (l 2 - 4 g) 2-?DD-3-^Ky-4-tKo^-> 
y£7)VT^ K (1 2 - 0 g) 0«ffl*8fcv»T, £M»*J 2 1<£>* 3 fcPS&Lfc 



NH HCl 




1 N HC 1 (3 oral) ^oifS-CSMSLfcTtf?* h > (1 -2 9 g, 4-8 
2 rrmol) j:tf5 ** * (1-0 4-7 5™°1) 

U .^^i-fJK^t^o c^*«jSr«iaKJ:oT#*tfc [1-0 







(85) 










^ Ail 


C 


6 1. 


07 


60. 8 3 


H 


5. 


64 


5. 7 1 


N 


7. 


12 


7.03 



ft$k¥-8 - 5 0 9 2 2 8 



%m\ 3 8 




Me 



1NHC1 (8 0 ml ) + 07^f9? h> (*J8tt 3 6"eSiRLfc) (2-15 
g> 7 . 6 3 irmol) #j:tf4-7fl'*n-5-*^l'HJ7'*5:'£a& 
W9-CW»Ufc) (l-0g, 4 -7 5^1) «^IMW2 4HI 

Lfco L"ClIi:iot«Lfc (1 - 3 9 g, m/e = 

3 8 8) o 





fit 






C 


59. 


30 


5 9.58 


H 


5. 


4 5 


5. 4 7 


N 


6. 


5 9 


6. 7 1 



%vm 3 9 

_ tf ij k [ 3 , 4 - b > F- ;w&BE&<Pll% 



(86) 



#^8-5 0922 8 




x*y-;l/ (2 0 ml) 4i©i/?n^">fl'T-fch7Jl'n K ( 6 3 1 m 9> 5 ■ 

U yxf-;ux-r^-Cft»Lfco ^Mi«l!:iotWU: (7 3 1 
mg> m/e = 2 8 2, M 2 3 0 ID) o 





ft 


■** 




mm 


c 


7 1. 


56 


7 1. 


27 


H 


8. 


53 


8 


56 


N 


8. 


78 


8 


.64 



4 0 

(±) 6 -^f-^-i-[(3.4-^ b^>7x^)-l-xf f]-l .2.3. 
4 _ ^ h ? y. KP - 9 H- e U K C3 , 4 - b M > K- MZ>- 2 -7r >V * 




«#U tt*Pbfc (-2 OXJ) ,R#THF (2 0 0 0»1) 

jPF.j7i^*^Mn?^ K (1 1 8 ■ 9 g > 3 4 7™»1) 
, Ai^At-^h^K (39-3g, 3 5 0™°1) £4>*-f oJjDx.fco «fe 
Wf«-2 0t:t3 0W^Uo THF (5 0 0^1) 
Kmh7 xy> (50-0g> 2 7 5"«»l)-*»*i(D>fU Ki:3 0^ 



(87) «fSPF8- 5 09228 

itT>*-*J»t&Rfeft (5 0 0ml) i^**^^^-^^ ( 

3x500ml) -c«|tti Lfco Lf:«ffl«lt ^ "J * A±-ef£j*3*, 

>T«MI1-a) i:^t, ^ 74 >JI14#<3i&<&¥5i: LT#7t (4 8 

■ 4g) o d<7)«^£2 M^SHrfKffi^o 




OMe 

* 9 (1 2 ml) is XVI N HC 1 (1 0 8™!) +«5-^f^> 

'jT^vEBUa (2-1 6 g, 1 0 -3™°l) fcjtfl-* Y**/-2-**)V 
_ 3 ', 4 '_->^ h*->*f-W (±!£-CWL7t) (2-1 3 10-3nmol 

«ttt2-5%MeOH/^DD*il/A/0-2%NH<OH) 0 (±SB 
"CafitioTmHSILfc (2 6 0^ Ml 8 7 - 1 9 0t) 





It 


■»« 




c 


66. 


9 4 


6 6. 9 5 


H 


6. 


4 8 


6.3 5 


N 


6. 


0 0 


5. 8 1 



4 1 

(±) 6 ,7-y^f-;v-l-[C3.4-vp< K-^x^-l-ifA']-! 
,2,^4-rf7n'D-9H-e'J KC3.4-b]>f >K-^Cz)-2-yr 



(88) 



tt&¥8-5 0922 8 




5 , 6 _^ f -,VH; : ^ = >&M (**«16tMLfc) (1 - 6 0 g, 
7 .! 2 nmo1) ^nn*M+T\ M*'J ^Mt'bot, 

^b*^fW/(±fla*«lfl4 0fll»U) (l-49g. 7-14«l) 
iJ:tfh'J7^o*l (1-6 2 g, 1 4-2HH101) t*lL, MKn6 

^-yV^Hn7f777^m/: (»»*fcLT2-5%MeOH/^ 
D n*)U/0-2%NH,OH) . &Att U»V7^l/^-) 

^fftlLfc, i^ft»4^WV««fcU»acJ:ot:#ILfc [5 6 
Omg, m/ e = 3 6 4 , ft A 1 7 7 "C ] o 





It 






[ft']® 


C 


6 7. 


4 8 


6 7. 


34 


H 


6. 


7 1 


6 


.68 


N 


5. 


8 3 


5 


. 7 4 



(±) 6 -x^^-l-CC3.4-vV b^V7x^ A/)-l-x^JV]- 1,2. 
3,4- f h 9 l:FP-9H-t^J KC3 . 4 - b3>f > K- JU(Z>- 2 - -/f > v' 



(89) 



ftW?-8 - 5 0 9 2 2 8 




OMe 



Wn«U) (2-0g, 8-9™ 
ol) * % ^na^A+t, Km^V^ATKW-Cbo-C, *«>3ii«i&Sfcg» 
Lfc. 1-^ h^r->-2-^f-^-3'.4'-->^ 

UfB*Jft«l4 0«Lt) (l-86g> 8-9™°1) £J:tfh'J7 
**nft« (2 -0 3 g^ 1 7 .8™°"!) tftlL, »*EfiJ£K9 6f$M»L£ 

MD7f^7-f-Wtfc (mmt U2-5%MeOH/^nn*^/ 
0-2%NH«OH) o (±§Sv7*tWv-) *^*-T*^iS*^-^ 

jfco ^M^V^^i^tLTllCioTlSU (4 3 0*9, m/ e 
= 364, 192-194 "Oo 





ft-Wfc 




r l'Jli 


C 


6 7.48 


6 7. 


32 


H 


6.7 1 


6. 


72 


N 


5.8 3 


5. 


76 



(±) 6 -^f-;i,- 1 -[(3.4-y^ h^r-y7^^^)-l-7°P tl°^]- 1,2 
,3,4-f f7^KP-9H-^J KL3.4-b3-f > K- Mz )- 2 - 7'r > 



(90) 



ft^sf. 8-509228 




MeO ^ 



OMa 



^^^>f(2 0 3">l) fc£«'J> (30-0g) *Wt\.*Wb&* 

( 50 g, 0 - 2 8"»1) Sr lKtiDx., ^t2-^f^2.4-^^>y 
t _ jM72 .iml, 0 -5 6™" 1 ) «J£*2 5-3 0 ^fc:*t#1-*&&-?*T 

50 Og) ±K&Wi 0 3IR*3 5rfilTH«CJj»K-e*a^h , J'5'A#* ( 
5 0%) *i)D*.t\ ^M^Itti:U:o 

(3 X 2 5 0"!) "CHlffiU -*tUt«fflS:«i^^*->f A -t^* ? * 
, iffTtIiLt»@#^#^Ii (Kugelrohr) UcT, + 
(2 7-7g) £ft*3fcfcffiK*-f KE^fco 




**• Me 



*#U **Pbfc (-7 8^) , 7^->WT^)THF (4 0 0^) 
±SMLfc + H#£lft* (2 7-2g, O-lOemol) n -7*JWJ 
f-^AM (68-7>nl, 1 -6M, 0 • 1 1 *f'J 

fco (8-18^ 0-lomol) ^yiJ>y|:J:o-CiTU #^*L 

fc»**-7 8t;-C 4 5 49-|lll$^titffLfco n-/f^Jf^ (68-7^ 
^^^ 1>6M , 0.11 mo1 ) £l5$WtT$>TU CL*>8te«>fc«* 
2B3M*#Lfco (5 0 0«n1) + Ka§*A*U 5N HC 1 

t (2X1 0 0 ml) , iii?»©affi*tt»Xfco *S4f,*ti«)fi#»*ft» 



(91 ) ^¥8 -5092 28 

L** 1 ^ «fttt-'J^ (5 0%) rfcoTt*>2MI£a&tefcLfco i«) 
fcyxf-^x-^/U ( 2 X 2 0 0^) rtttbU -SICLfctUHti 

m»*5E»v^^5/^A±-c«»$*, ata'u built, mn<om^tLx& 

$Lm*%tz (1 2 - 0 8 g) o i04js£**??>^*SS*TKlffl^^o 




»#U JfciPLfc (-4 Ot:) , THF (9 0™1) 6^^*7*3-* ( 
9 oml) +(9±!E£» (12-0g, 3 9 -3""© 1 ) fc* 5N HC 1 »**PH 
7fcft**"ejllx.fc« fl-Mfc??*^ ^-fTicfftth^A (2 -1 2 g> 5 
5 .4innol) 5 0 %«<b^ h V 9 A * 1 (2 0">~l) 

Lfc 0 ^S^^fTK^k^ > 'J 5 N HC l^fftSr, RtSfll<&» 
fcXHfc, PH#6~8T&&i?^ S-J^^- 3 5 4 5t)«f&-r&J^ 

* (3X10 0) TttttiLfco -i^KLfc^Mfc^-^Tft&L, 

* -> t> A ± 

T|g* MiaJ:»lii:J:otWI (1 1 - 3 g) £tttt<7> 



Et Et 




* (3 0 oml) + <*>±3B£j£*<<>«>ffl£ft» (H-3g> 3 6 .8™o1) U J: 

^i^arTKfflft ( 1 5 • i g> 12 o^ 0 " 1 ) os^te*3i-3iEastu 1 2nm 
tm^fco iofi^«j*JSB8iajK4-e^t^ ?ddw (2xioo«m) t 

WlttiLfco -^f^t^^M^M^^^v^^-t^^^^^ ML, ML 
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T7mKt«fe«iHfcLt#fc. *ETTO*« (Kugelrohr) k£<?X, 
WftbTfrrK K^^feOfit LT#fc (4-9 7g) o 




El OH.igflt 
KjCOj. VUW 

MeO 

OHe 




(3 0 ml ) tt"0 5-^f-^H , J^'^^^*fc9* (2 - 5 3 g. 12- 
Ormiol) iiy2-if^-3 , .4'-^ H-/7x-)V7'feb7^f t: K ( 
JbSE-CWRLfc) (2-49gs 1 2 ■0" Tno "') <7>S£i&»£MM&K4 8 P#K#D 

WWn7^77^- fc*»tfc tT 2 • 5 %MeO H/^d* 

U/0-2%NH.OH) o UgPRfvT^r W^-) 

ItjMLfco i^&ftfcvWVBUS*: LTii^lcJroT^L^ (1-5 
1 

m/e = 3 6 4) o 





si 








c 


6 7. 


48 


6 7. 


35 


H 


6. 


T 1 


6 


96 


N 


5. 


83 


5 


. 7 7 



bJfefJ 4 4 



,2 .3 .4 -r h Ka-9H-^'J K [ 3 ,4-b^>K-^ttg)jg 



(93) 



9$a¥8- 5 0 9 2 2 8 




OHe 



OMe 



6-CP»bfc) (5 0 0mg, 1.2 anno!) MfttfJ^ ( 4 9 1-2 
Stmol) -cjftSU *V»T« (0-9 l ml ) ^^WT^ft K*»« ( 
0-1 8 ml) "C«kStfco i<7)M^*M^^ 4 ^W^ L ^° iORI&m 

jBSHioTifiliiUT, ( 2 4 0^ m/ e = 3 8 5) 0 

C 6 2.3 4 6 2.4 7 
H 5.8 4 5.7 1 
N 5.5 9 5.5 8 



iPr 




OMe 



OMe 
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,3 ,4 - r Kn-9 H-fcT'J KC3 .4 -bl'f > K-^Cz)- 2 -7*f > 

y*x- h (5 0 0^ 1 ■ 0 4 nmol) 

Itt HJ 7 A ( 8 3 2-08 n™ 0 " 1 ) fftlL, ^ ( 0 ■ 7 7 ml) fei 

t>'*jVA7JVfH Kt)Cy§$ (0-1 5 Ti&SLfco 

4B#WDD^t^ 0 twKJ&E^fcfclHfi&i^a'l" 'J 

$-e*filU * nn*;i/AT?*l!lttiLfc. U/;tig^iJ±TT$iL, % 

2%NH.OH) o 4jfc«f«r^1-*^B*^"-^L^ «EET"C»ttLfco 

o t*>£jS!»&-*W y&&.t LT»ii^J:oT*«ILfe (1 3 0^ m/ e = 

3 7 6) o 

C 6 7.99 6 7.88 
H 6.9 3 6.7 3 
N 5.6 6 5.6 9 

^ttflU 6 



C_)-CS) - 6 - 1 ■ 2 .3 .4 - r h 9 ^ KQ - 1 - C(3 .4 -Vptf-^ 




«#bfc, I' > (6 5 ml) -2-3.4-f f7^F 

n-9H-f'J KC3 .4-bl^f > K-^ (3 • 1 4 g, 16 -9™°^) C 
S)-N.N-v>f^-N'- (i-tert- 7 ^^r->-3-^f-;V) -2-7*f- 
^U7?v^ (3-7 9 g, 17 -7™°"!) *iHI^ ^^flUB***** ( 
2 0 Omg) SriDx-Jto #fc*ifc$?£*a3«E£8tfc 7 2 PSWJtlftLfco 
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D7f^57^CJ:oT||SU: (W^LTl : 3 : 6 h'Jxwr/ 
*U7 5 > *Jft!!f1*<7)fl& LT®fc (5-9 9g) „ 3 K*8K 

N^-N OtBu M0MC , ^OMe 

«#U fciPLfc (Ot:) , THF (1 0ml) * Ozkg ft* 'J * A (2 5%* 
^jVf^^-V3>, 8 2 9^g> 2 0 .2"™°"!) S«ifc^ THF (45^) 
4-<^±|SP^L?t*^AT5->'>' (5-9 9 g, 16-8"«»1) *ijnx.fco 
£-&Kr h7^)l/xfl/^y7 5 > (3-OmU 2 0 ■ 2 mmol) £Jnx., 
^D^WfJH-fJKl'9">l 2 5-2™»l) *jD;lfco iOM* 

S&fcHSIWa^U Tic (5 0i"l) tftlLfcc r^a^Sr^if-^x-r^ 
SiCfijcoiwefrffiU JB&5fr«Lfco ^zk*B£v^^-r;v ( 2 xi 0 

LTfcfc (6-7 3g) o fcfcftfi*-f fcffl^fco 

Ma. 

Me 



Me -,^N--/^ N ~V-\— — M6 
[ TV ) n-BuLi, THF, 

^ V^ k ■N OtBu -78°C 




*#U #*PLfc (-7 813) , WHF (lOOml) + 0±!EWKL)fc* 
U7v>'> (6-2 9g, 8-4™°-|)^$tc, n - B "L i (^*^ > 4" 1 • 7 
M<§$u 10-l m \ 1 7 ■ l™" 0 " 1 ) * 5 5WtTiKTLfco ioSft*" 7 8 V 
WemtW^fb^^L, »HF (1 5"i1) ^l-^n^fjl/-3 . 
4 _->^ Y*z,s<># V (3-3 5 g, 17-9»1) t«L/: 0 £Ov§7&£- 
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1:3:6 h'jxf^T5V :Mxf-;u : o MSr-^-f 

(±^R f ) fc^-H'U «j|iLT4*lft**!itt^t LXftt: (3-9 2g, m 
/e = 5 5 0) c ZV&tiutoZZhKtt&^'fKmvtio 



Mo 

V-Me 



] OtBuTHF, 

u n J >\ 2NHC| : 

I 1 2N Na0H 



OMe 

0M« 




IftWLtz, THF (7 0ml) + <G±?EWS Lfc* h * > K- * (3 
• 9 2 g, 7-1 a 1 ™ 0 " 1 ) "M^> 2 N HC 1 (2 0^1) £jjQx_£o -O^t) 

*ffl*yxf-;ux-f >P (2X5 0<n1) T'lMlftU -«li:Utttffl*^5 

THF (2 0ml) fc$#U 2 NMttt M (6 m1 ) «U:, 2 

BM^ £©Rl£E#»**no*>l/A (2X10 0m1) X~MftLtz 0 i©ttt 

•ISftUi : 3 : 6 b'jxf-;v75> :m^^:^*V y ) KX-oX, 
£.&tto*ti&<r>mbLXftt: (l-85g, m/e = 5 0 5) o 

Me. 

Me, ^ y M— V / Me^XV^ J™ «C1 



HjO. HOAc, H 2 NNH 2 ; H 
HCI, E« 2 0 




»#U #*PLfc (0*0 , x?y-;u (5 0«"1) if^±fap«tfc*^T 
(1 -3 7 g> 5-4 l" 1 " 0 " 1 ) * ( 6 " 1 " 1) *inx^C^"Ctt« (6 ml 
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) Y?yyfrmm (n ml ) *mtfc 0 £<0Rj&#&£#** (-10 . 

^|4tt^no*fA (3 0(H) H«F#U ;X (3X5 0«"1) TiftfrL 

i^>'xf^x-fJH:S)SU »HC 1 "C&SLfco (5 6 0"*) 

) ^li:J:oT#IIL/;,i^-^ (2X) *&Off*6Hfc«J: *K 
«<7)M*#£ 0 ^7JVHPLC^f»xt>fiv-«t>9 8%e e • 

t UTStSLfc (m/e = 3 3 6) o 
JfclSftBl @ 5 8 9nM = -118-0 (f'Jv'A C=l) 
JtK*K @ 3 6 5"M = -4 0 1 -0 (\ZV S J>, C=l) 





It 


•£* 






C 


67. 


64 


6 7. 


6 5 


H 


6. 


7 6 


6. 


7 0 


N 


7. 


5 1 


7. 


5 2 



jlffiffJ 4 7 




K5v>&M?>M (2 5 - 8 g) *1N N*OHi3 

(10 0»1) + ^^-fnorw/i'f 
KK (12-3g) *DDit/fc. ft&fcfc***^*-**^***** ll ^ L 
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> ML Tim Z.<Dtti*. ^nn*ji/^0-10%^^-^S2 

LTrSfc?^ djL^^Sw^^y-Jb't'K^*), x-rJH4HC 1 fcjD&fco @ 
yxf-^x-r/i'-Cffi&L* 5 0ttX»Hf;o 
IK* : 7 • 3 2 g 
: 2 3 % 
BUS : 2 6 0 - 2 6 2 *C 

7G3S##ftt :C43-55;H4-4i;N10-03 



■mm 4 8 




^« 07 _ 7; v^u_ i H--f v K-/w- 3 -x* >7 5 y*. 2-y)V*u 
7x.~)VK K (2 5 -5 g) £S«fcTfB 

JK* : 4 g 

jffc£ : 1 8 7 ~ 1 8 9 *C 

tg$##H» : C 5 5 ■ 1 2 ; H 5 • 4 8 ; N 1 2 ■ 6 0 
^$6fflJ4 9 

7 h 1 H-4 V K-JV— x»>7 3 > 



(99) 



1f S¥ 8-509228 




2 y*:s7x_-)VY. Y7i?y&Wi&V>UW (1 5 -8 g) fc^EM -7* 
)VJ 5 KT-fjvT^ft \r*;x.?-fr7-k9-)W&.ft (2 6 ■ 3 g) J - 

fc^tlfcaSft***/-* (7 5 Oml) Kj&fSU K 9 ft (1 5 
• 5 g) COfi#»*a3tajK-ei 4^M»tfco 5N HC 1 OS* 

fl- (7 0ml) frfltix., iOiS^«:^*PUjto #*PLfcfi£-&£«*iUT£l«» 
*#fco ioSSft^lN N a 0 His JO 5 * nn*jVA(7)lt^EL^o ^"^^ 

(N^SOO , #HfC?fi^#7to -Otfil£> *nu*;i/A+0~l 0% 
(7)^^ j - )V<Dmi*ft^&^V 1j7)\<? h iTyyj -Kfrtftz 0 till* 

hc i ^jjnx-fc. vifjw-fJK«u 5 

E* : 7 - 5 g (3 7%) 
Btjfit : 1 9 8 ~ 2 0 0 *C 

7c£fl-#Hi :C58-46;H6-92;Nl2-22 
HMfflJ 5 0 




(100) 



W8 - 5 0 9 2 2 8 



A 5 V7^)\<7Prt KyifJVT-t?-^ (1 7 - 9 g) £ 5 N HC 1 ( 1 ^ 



(14g) SrjDx.. ^il^e'WHllKL^o 5N HC 
lot*** (6 0ml) ^Jnx.> ^M^Iffl^^MllLto 
«***PU SIUMWS^ IN NaOH^J:^"* 

Lfc«ffi**«*«* (Na.soo , mLxm^tz 0 zvm*. o ■ 2 %tk 

JR* I 3 - 2 g (2 5%) 

11 * : 227-229*0 

TclfrWt : C 5 1 ■ 7 6 ; H 5 ■ 2 9 ; N 1 1 • 9 7 
5 1 




Eft : 4 - 3 g (3 4%) 
: 2 7 9 ~ 2 8 1 *C 
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frtfm :C 5 4-0 5 ;H5-85;Nll-33 



*m 5 2 

i-H-^'/X (G) ^>F-jV-3-J-^>7^'- 




Et: 3-5g (17%) 
M : 3 0 5 ~ 3 0 7 r 

5c3Kfl-«fffi : C 6 8 -4 3 ; H 6 • 3 0 : N 1 1 -0 8 

mmn 5 3 

A-^»-7-»no-lH->f>y^-3-^^r^^6- 




6 _ >fJ v- 7 -^p-iH-r/FHP-3-xr/7r/^ 

lixft : 3 - 0 g (2 4%) 
: 2 9 o t: 

Ttf^M: C5 4-1 o ; H5-8 8 ; N 1 1 -6 6 



002) t$g|¥8-5 09 2 2 8 

6 _ 7 D * - 7 - * 1 H y K- 3 - x * V 7 5 > JS^ 4 til 

JR* : 1 - 6 g (5 6%) 

M : 2 5 i *C 

ytmttfe :C45-85;H4-97;N9-71 
jlttga 5 4 

fi ->f-;i/- 1 H-^r y K-fr- 3-x^ ^7r/ 




5 _ ;(f . )V _ 7 _ynt-lH-r/F-^-3-ir^7^^« 1 

U *LTf£J*$*fc« f§fc*ifc«K*> * V-Mi-^U i-rJH4HC 1 
ft A : 2 3 2 - 2 3 6t 

7G*##Ht :C 6 2-8 4 IH7-24 ;N13-20 

5 5 

5 _ } 7 - yn^e- 1 H ->f > K- 3 V7 5 > 

jRsp : l 6 % 

(0-6g) «lMt»U yij*Wn7f/77^mM 
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: 6 7 % 
HA : l 8 5 - l 8 7 1) 

7Gfg55-#rfit :C49-09;H4-85;N7-71 

%imm 5 6 



6 . 7 1 H-W y 3 - J-» >73 > 

f&tofl&fflv^ 7fcffi«to#&&fflv>TWSLfc<, -<^6.7 

-y^ffl'-lH-'f>K-Jl'-3-ir/75>^ KiCOi-eftkSU 3 : 
1 C H C I ! V 7"n; v - ;K*itUt 4 i i: i: J: o T||t L ?t 0 iotfti 

M : 1 7 1 ~ 1 7 3 "C 

7cSS5-*f« :C63-20;H6-75;N8-98 
%ttffi)5 7 

6-^f-^-7-7 , n^e-iH--f>F-^-3-J-^> , 7^> / 
6-^fJP-7-7Dt-lH-^>F-*-3-x^>7? it 

: 8 • 6 % 

6 -ft-fr- 7 -yot- lH->f> F-JU- 3-x^ s /75 >£$»Rx* / 
M : 288-290*0 

7c|f53*#Hii :C45-54;H4-80;N9-47 



£ J: tf/ 1 (i 5 - H Ti c ££#T<7Mi<7> 7 3'- 7, \ (Dim £i£ Iff & (?) fc^ffl 
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{i 5 _ HTuf^ft^T'o y 4fcfc7>#ffiT<b *) > &*5-HTia, 5-H 
TiiS^»45 -HTK»*7' D ^tl.i t *#gfc?"*W3LSM&^ g# 

5 ~ 2 5 0 mgAg (#fi) <7)ffilrt^i3?^o llA^Cfe^T, l®tti 

o 

, ^f^Hltt^ J: ^flEWSE«r^tf «APIt«, #S.Pti5> M«> S*l 

^(i«*^!i^*M-r&^«^c^ffl-e^,^-2:^?tL^ 0 lot, *mn 

iiitz, M^IIL, fca^£fefc«#"*"*<> 
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sm _iii-r^3-k^^i-) m^mxmm (3h-od, \m 

m (3 1 2-2 0 , 3 1 2-0 0 , 3 1 2-9 0) , 7*7 ^B-*tt« 
(2 9 0-3 0, 2 9 0-2 0 , 2 9 0-2 1 , 2 9 0-0 0) 
, T^7^W7-M-^'MM*, (2 9 0-1 1 , 2 9 0-1 2 , 

2 9 0 - 1 3, 2 9 0-1 0) , 7^n-;vil»^ (2 9 1-0 0), 
7Jl/3->wa«jE (2 9 1-3 0 ), 7*3->W 7*3-**#f»M* (2 
9 1-2 0) , gffiS (2 9 2.1 1),3*rA+«(3 0 5.6 0) 

, ( 2 9 2-8 4) , i3f>S»£« (2 9 2-0 0), 7^ 

yy^jy^/cMWfflWT-J--^^^^?^* (3 0 

5-9 0) , (2 9 3-0 0) ..Mm ( 2 9 4-1 0) , 

(2 9 3-8 1 ) , ft£tt*Jg£ (2 9 3-8 2) , flHMUfcfrK* (2 9 3-8 
3) , (2 9 4-8 0), *Stf»A**# (310-10), tt&tt 

<fg#|£g (2 9 4-8 0) , *if#«*», »S (2 9 5-2 1 , 2 9 5-2 2 , 
2 9 5-2 3 , 2 9 5-2 4 , 2 9 5-2 5 , 2 9 5-2 0) , «afi 
(2 9 5-11, 2 9 5-12, 295-13, 295-14, 295-15, 29 

5- 0 0), nn&&&>. (2 9 5-3 1 , 2 9 5-3 2 , 2 9 5 - 3 3 , 2 
9 5-3 4 , 2 9 5-3 5, 2 9 5-0 0) , ffittfl**. (2 9 5-9 1 
, 2 9 5-9 2 , 2 9 5 - 9 3 , 2 9 5-9 4 , 2 9 5-9 5 , 2 9 5 ■ 0 0 ) , ffi 

MS ( 2 9 5-6 1 , 2 9 5-6 2 , 2 9 5-6 3 , 2 9 5 - 6 4 , 2 
9 5-6 5 , 2 9 5-6 0), >f 7*** (2 9 7-1 0), ffl^^ 

(2 9 5-4 0) , ( 2 9 5-7 0), 

( 2 9 7-3 0) , Wm*> (2 9 6 - 6 1 , 2 9 6 - 6 2 , 2 9 

6- 6 3 , 2 9 6-6 4 , 2 9 6-6 5 , 2 9 6-6 6 , 2 9 6-6 0) , XfiK* 
, M (2.9 6-4 1 , 2 9 6-4 2 , 2 9 6-4 3 , 2 9 6-4 4 , 2 9 6-4 5 
, 2 9 6-4 6 , 2 9 6-4 0) , MPtiS, 18(2 9 6-5 1 , 2 9 6-5 2 , 
2 9 6-5 3, 2 9 6-5 4 , 2 9 6-5 5, 2 9 6-5 6 , 2 9 6-5 0) , 



- K (296-21, 296-22, 296-23, 296-24, 296-25, 
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2 9 6-2 6, 2 9 6 -2 0), mm (2 9 6-3 1 , 2 9 6-3 2 

296-33, 296-34, 296-35, 296-36, 2 9 6-3 0), 3£ 
(3 0 0-3 0) , MWMM'*!** ( 3 0 9 - 8 9) , £#14*££ 
(3 0 0-0 2), >L^ ( 3 0 0-0 7) , (3 0 0-8 1 ) , 

*j=^i^# (302-72) , Mk&mmmm (312-34) , mmttmmm ( 

312-39) , ^7^7 (3 0 1-0 0) , ( 3 0 1 • 2 0 ) , 

fttt (3 0 1-2 2) , (3 0 1-7 0), £<fc«M (301-83 

) [7* 'J *«tttB^»^0«rife^ i^U-tisv^T, Task Forces J o Tft 
Dia gnostic and Statistical Manual of Mental Disorders, 3rd Ed 

Revised , ( 1 9 8 0) ] « 
f±M, ^ 5-HTuS»73* 

w-fii^ft (i , grtb^o 5 - h Tic t a * * flflfe"*" * 

I. 5-HTicaJBl14Kov»T^Sg: 

£v>Tfiv> I C 5 o, 5-HT2$^«5e^J3^£ ^ ^ I C 

i 0 ^HfcioT** K (TIB) * 3 , 4, 6, 7, 10, 13 

15, SJtfl 6^fe^-C»L7t^^^#^5-HTic«ttT^4o 
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I A. tk%)¥&)t&m<vm%L : 

fc*<*>jB**«fcfiCfcW9HJU l»»***±-C)»filt^o #1125-1 
5 0 g^it'ftSprague-Dawley^? b (Harlan Industries, Cumberland, I N) 

o IH»t9«fO0-3 2*A//L->a* + -C*-*y^^l- 1 . 0 0 0 X g "C 1 
OfrWJi'fcLfco 1 7 - 0 0 0 X gT2 Ofl-Mit^U^o 

1 0 0M««5 0"M Tris_HC 1 (PH 7 ■ 4 ) + U 3 7^10* 
^^^-FU 5 0.0 0 0 XgflO^»U £©tftt*3ia«») 

n. : 

^KftoXfrfcofco H °y er D [ Functional correlates of serotonin 5 - H 
Tl recognition sites 3. Receptor Res 8, 59-81 ( 1 9 8 8 ) ] £ <fc 
tfHoyer D, Engel Kalkman HO [Molecular pharmacology of 5 — H T 1 and 
5 _ HTj recognition site in rat and pig brain membrane s : Radioligand 
binding studies with [ 3 H] 5 -HT, [ 5 H] 8-*M*-DPAT, (- 
) ["» J] iodocyanopindolol, [ 3 h] mesulergine and [ 3 h] ketanserin E 
ur. 3. Pharmacol. 1 18, 13-23 (198 5)] -iXtl&Z tifc J: 7 

5 -HTieS##«^^*^. mmzv&vmfo&m. 5 ° mM Tris 
hc immm <ph7.o , *ic>yf^-nfc>^^ < 2 -° nM 

) ( 3 HV#>K) IS^Uo 3 7tf 2 

0 

5-HT^W^/:fei- i|jDl-**E«>£S*tt£«K 5 ° mM TriS H 
ClSfit (PH7-4) , r'Jf-^- rLfc**;'-fc'J> (in M ) ( 3 



(108 ) ftH¥8 - 5 0 9 2 2 8 

3 7 3 Ofl»M>f ^ L£ 0 

fc, £<<fc£&*SftLfc&, ±ffiOfc£&3fcJHLfco ^l?)fffli3j:lF» 
MSr*fi-fk1"&fc*. Sttfe^*»t**«^»^»9t«H* [0-1-100 
0 (nM) ] *h [0-1-10 0 ( n M) ] USEftS**:* fillfciJtt* 1 0 0 " 

Tris^« (PH 7 ■ 4 ) KWft t fcVtoatman G F / B # 5 * 7 ^ ;i- * - Kit 
(Brandel Cell Harvestor) fcJoT, Rj££&7 3*fco 
, i07-f^^-**?&Tristt^ (PH7-4) -?? 2 Lfco ffifrLfc?* 

H^y>fWy 3 >-^7J^i:il. R«iySo lv (Brandel) ( i 0 ml 
) £flD;c, «ft^ Searle D- 3 0 0 beta # 7>?-t*It$cL£o TOisitfl* 
*£gtttt"«** ^H*»t&33fflO*KiMS^o^Tt|-|fLfco 3 

felttt'J*->F^fe^5 0%ffi# (IC,) SrSI&fet-J-ftSP^J:^ 1 " 1 ^ 
5 - H Txc J: 5 - H Ti ^M^SIo^k^Oltlf 

*, 2*J:O t 3lKli#*5-HT,c*J:0'5-HT 1 $S#^T©IC.. 

{it (nM) £W&o 
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mmm shtic 5HT2 
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34 


67 
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43 
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18 
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10 


43 


219 


11 
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12 


15 


>100 


13 


48 
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14 


34 


>100 


15 


14 


>10O 


16 


63 


2112 


17 


73 
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18 


119 


287 


19 


21 


>100 


20 


100 


129 


21 


83 


1077 


22 


30 


1417 


23 


57 




24 


17 


74 


25 


79 


#★ + 
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Htm 5HT1C 5HT2 



26 


53 


* * •* 


27 


* * 


* * 


28 


404 


1000 


29 


257 


1010 


30 


224 


792 


31 


107 


385 


32 


w * 


* * 


33 


* # 


* * 


34 


95 


250 


35 


61 


>100 


36 


57 


100 


37 


29 


100 
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x A U V 


39 


498 


620 


40 


171 


293 


41 


127 


173 


42 


B6 


211 


43 


139 


178 


44 


386 


** * 


45 


452 


*** 


46 


31 


100 
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II. 5 - HTi.Ho v^TOStittt 'J Kfc^Bffc : 
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sar 3 D. D L Nelsen D B Wainscott M. L. Cohen, £ £ 0=M. Baez, M 
ol. Pharmacol., 42:549-557 ( 1 9 9 2) ] , ifrfrlfcfeOfcaolR* 
, 5 0MM Tris - HC1 (PH7-4) *V)iVv Y (0-5X1 (TUBUS,/ 3 0 ">1 
) *#)VT*y ? Xtzfrtf2>Z.i:K£vXm&Lfzo 4 
*C10^IW 39.800 x g-CS^Lfco 1 HI E i: 2 IS 1<7)&&<7>IWK 3 7^ 
1 05HW<7)-f V**^- ^r^-e 3 ®<D$cfrKWC, >9 

ELfco 15*J>M65fc-fc?r t^Tissumizer (Tekmar, Cincinnati, * ,^4 * 
) *m^X, Ml&^Uv b£ 6 7"M Tris-HC 1 (PH7-4) m^/t^ 

[ } H] 5-HTg» Biomek 1 0 0 0 (Beckman Instrunents, Fullert 
on, #1; 7*^-7) *ffiv>TiB#tfcfe*liiMfcU E*0 • 8"»h?3 B?Tfco 
fc„ MM (200^1 0 • 0 4 ~~ 0 ■ 2 7 may? yxt I) is i t/M« 
m (7K^*3R, 2 0 0 ^1) ^ [ 3 H] 5-HT,;WJ>, CaCl^fc 
J:0 f L-7^3;Hf>»*^1"*6 7««M Tr1s -HC 1 (PH7-4) (4 0 0 
//">) fciP&fco ^WTA C a C liBit/L-T^nJUi^MMt 
fi, 1 OjA amM^iCfO -1 %T*ofco SSSfct*3 7X^1 5S"H, 
££li0'C-C2l§f«^> d f^- r t (£*ifc*tt<7>M#fcov>Ti£^¥fli£ffll 
®Lfc) , ^"CO .5%JK'Jxfl/>^f 5 >H?&S:U *ft5 0"»M Tris- 
HC 1 (PH7-4) ^£$^L£Whatman Q F/B 7 4 - KM?^™^ 
cell harvester (Model M b — 4 8 R ', Brandel, Caithersburg, MD) 
TMtaSLfc. ^-C, i^7-fH-*iat4@, 5 0"M Tn ' s - 
HC 1 (PH7-4) (l«nl) 7 * fl^-Ki&^ofc [ 3 H] 

5-HT<7>*£, »#->>f-V'-->a >Mft (Ready Protein and Beckman 

L S 6 0 0 0 I C, Beckman Instruments, Fullerton # <J 7 ^ 7 ) £ 
o OtfcJtfS 7W/^a^ r U:tt*l^^, [ 3 H] 5-HT 
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<&ftJ&fcHH#* 0 -0 2 ~ SiM^i^O -6-6 3 n Mfio/; 0 5-HT (1 
0,/M) 2£(*l-t7f-^t:^9->*> (1-NP) (10 /*M) fi$#gtt& 

fcfcfcfc) , [ 3 H] 5 -HT(7)#«JS»i2nMT^o7to LT^^JHyf 
7JV7r/*fflv^, Bradfordo^ffifcffl^^V^SfciMfeLfc [Bradford 
,M. M. t Anal. Biochem. 72:248-254 ( 1 9 7 6) ] o 

, »^5E^f><7?Kdand B maxfj|^^^t7t [De Lean A., A A Hancock, £ J: 
j><R. 3. Lefkowitz, Mol. Pharmacol. 21:5-16 (1981) ] o 
lft^^f^W-o^T&Ttf^fcffl^fc : 

= BmaxX_[kl 
= . Kd+ [L] 

[M. [ 3 H] 5 -HT#^WIS^O*> 

B max=IS^TO<7)^^> 

[L] = [ 3 H] S-HT<DMM&m . 

t tz t± 2 r^K^~C&T<D&*m^tz: 

„ _ Bmaxi x [L] BmaXjX [L] 
Kd, + [L] Kd 2 + [L] 

K*. [ 3 H] 5-HTtf«^i> 

Btnax, = fcafl1&B#&tt^**8c* 

[L] = ['H] 5-HTWi«J|] o 
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mffifrmKXoXVkfcLti ( s y stat . Systatlnc Evanston 4 ij j 4 ) [De L 
ean A., A A Hancock &£tfR 3. Lefkcwitz Mol. Pharmacol. 2115 
-16 ( 1 9 8 1) ] o Cheng-Prusoff&fcfflv*-^ I Csofit* K"Hltfc£& Lfc 
[Cheng, Y., £,£0^ H Prusoff Biochem. Pharmacol., 2 2:3099- 

3108 ( 1 9 7 3) ] o 
2) (TIE) o 

B 39.7 

11 1463.01 

17 8.16 1.50 

20 3.10 0.79 

22 5.39 

40 5.61 1.40 

41 6.42 2.01 
43 — 0.87 
46 2.16 

III. 4 y\£ hnfcistt 5 -HT 2 B : 
Ht^Wistar^ y y ( 1 5 0 ~ 3 7 5 g ; Laboratory Supply, Indianapolis,^ 

^(75 ^putj^ Hooker [Blood Vessels 1 4:1 ( 1 9 7 7 )] £ J: t^Cohen.M. 
L [3. Pharmacol. Exp. Ther 227:327 (1983)] KJloTtBflt? 

+ : ( m M) N*C l , 1 1 8 - 2 ; KC l , 4 - 6 ; CaC 1 * 

• HiO, l-6;KHiP04. 1-2;M9S04, l-2;f^^Fo-^, 10 
■ 0 ; ^OWHCO,, 2 4- 8oWI'M3 7t;fiSU 9 5 9602*3 

4 g ) ?)TKfi§> mB#fWWk.$-£fc 0 Statham UC- 3 te 
ckman Dynograph-e, ^O;?*? AT'^ Lfc£^fb t L"C^R'f£HIS£!£^ L£ 0 



'23 .39 
28.07 

44.46 
23.08 
17 .48 
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jtt«f?ft*!ka^#^T-C03i«7^-^ FtcJgli^L^^ («*ffl*Jfcl± 1 • 2 

8+/- 0 -2 lUiofc) o 
»Tff)^i:ioT, ^t07V^^-^h»«IS* (Kb) £&7>?3*- 

Kb= [B] / (ffl*Jt- 1) 

[B] Ii7>^^ HW), 
ffl *tt fiMJS E D 5 o -efflo 7 > 9 * y #£TO 7 ^h©ED»"C* 

fc„ K. (BP*>> -109K.) tU|U: 0 BESno^ffiSr 

ffiwtftf^^t^ [Zaborowsky, B. R., 3. Pharmacol. Methods 4:41 

6 5 ( 1 9 8 0) ] o 

Sprague-Dawley? 7 ], (250-300 g) £-Bfc t Hfi£3-£fco £<*>9 ? 
h&ffl&\*lK&A,tz*;\'9y (2 5 0"<g) t^Ti^L/co § , 
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Ltz 0 ^-7,7^ >(7)S®)t4* 3 Ofl-M*-*- L£ 0 3 0 #M<G**fc «J ^ kT 

Lfc« *fcffi*07>* h*-5-;tfco Mt4£ 1 5 frM^ — ? - t 

fc« 15^^U;t, EDioffli^L/co »IM4*Ml&Sc*iBliE U 

(7)3 GEO 5 y F^IK^^tffli/^ Jlftafj^ib^r-^^-^bTE 

, fftJfiLEE£>WJ <btl^> [Leonard B. E. f International Clinical Psychopha 
rmacology , 7, 13-21 ( 1 9 9 2) ] , 

<DfMXs tM^tffltJ^^^t^o Sfflfifctottft 0 • 1 ~9 0 -ofift 



(116) ftft¥8-5092 28 

2>®te, S^»i»#»H-c*>)ft4 0 lot, IMIi, «*!U 

f - > * 7° -fc ; V <7) % 1 T * 19 # 2> o 

r> a % TA'fvaia, ^a**^^ fties-t^n-*, #yfcr~fl>en«j 

, Tic, ^J^M^S ita 0 4fcS!$JKii, SW> M£<fcy«#h F*^ 
ft m 1- a J: ? i&#Hk1- 4 £ £ * o 

yy\)u~)\, y jH'J xf l/>/'J &&V7*fz/?V7 

^ & o 
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(+/-)6-i^-8-^oD-l- 
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5 5. 
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[(3, 4-^^ h + ->7 
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2 0 0 mg 


4 3. 


0 
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2. 
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10 0 
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6->^^-8 - xf;i/- 1 - [( 3 - 


2 Omg 


10.0 


7'D*-4-?oD-7x-;i')/f-;i'] 






-1, 2, 3, 4-fh5t Ko-9H- 






h"U K[3, 4-b]-r>K-^ 






(Z)-2-7T->S>*i- h 








8 9mg 


4 4. 5 




8 9mg 


4 4. 5 




2 mg 


1. 0 




2 0 Omg 


10 0.0 



g^Jffil 3 







mmmmc%) 


5-7Jb^-D-6-^^^-l-Cl- 


1 0 Omg 


3 0.00 


(3-y^^7^ y7i-wy^] 






-1,2,3,4-f h5kKn-9H 






- f U KC3, 4-bM > 






(Z)-2-7*7 i >^^-i- h 








5 Omg 


0.0 2 




2 5 Ong 


6 9.98 




3 5 Omg 


10 0.0 



SWJ 4 
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1 ow<Dtefe$.ft*$%-1~2>^* ] *T<D£i ^m^?2> : 



6 - -7 >^ d-8-7i; + '/-i- 


1 Omg 


1 0. 


0 


[l-U-x h*i/-7x-;W^f-yH 








-L2,3,4-fh7bFD-9H 








-try K[3, 4-bH > K-;u 
















"fy-Jy 


4 5mg 


4 5. 


0 




3 5mg 


3 5. 


0 


* 'J b'-;l/h-o 'J K> (1 OK*JS«£ I/O 


4mg 


4. 


0 


f-jv^yfyi- h >; £ A 


4. 5mg 


4. 


5 




0. 5mg 


0. 


5 




lmg 


1. 


0 
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10 0. 
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5. 6-5?7;1/*d-i-[1-(3- 


2 5 Omg 


3 8 


. 0 
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4 0 Omg 


60 
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1 
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5ng 


0 
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1 0 0 
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5 Omg 




1. 2 5 mg 
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MM 
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h 0 *v>-c, +^47K*UP^f iK*S»*^*o 





5-t°p t°;b- 6 1 - C 


0. 2 5 


(3, 4-y> ^y-7i-;b)^^] 




-1. 2, 3. 4-f h7 t Kp-9H 




-f'J KI3, 4-bM y Y 




x ^ 7 - ;b 


29. 75 


ProDellant 2 2 (^pd^Wd^V) 


70. 00 


1 00. 00 



8 











2 5 0 mg 
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